(i2)4$t^t&Aft»fcS-:5l^r^i8$tifcB(SttH 



(19) nsiiintfjmmmmm 

(43)S(S^BgB 
2002 ^10 ^24 B (24.10.2002) 




PCX 



(10) SfS^BIS^ 
WO 02/083648 Al 



(51) aiS*$»»fi^: C07D 231/56, 401/04. 401/06. 401/12. 
401/14, 403/04, 403/12, 405/04, 405/12, 405/14, 409/04, 
409/06, 409/12. 409/14, 417/12, A61K 31/416, 31/4178, 
31/427, 31/428, 31/4439, 31/454, 31/4709, 31/496, 31/50. 
31/517, 31/5377. 31/541, A61P 21/00, 25/00, 25/08. 
25/14, 25/16, 25/28, 29/00, 37/00. 43/00 



(21) 

(22) SISttSB: 

(25) mmmmomm: 

(26) BIS^^BHOSSi: 



(30) S^H^^-^i 
^li200M 16521 



PCT/JP02/03735 



2002 ^4^15 B (15.04.2002) 



2001 ^ 16 0 (16.04.2001) JP 



(71) ti\mx(^mi»<±x(Dmmm\z^i^x): x— »f 

-f tt^^a (EISAI CO., LTD.) [JP/JP]; t 1 12-8088 K 
SaXSK'J^CJllATBeSl 0#Tokyo(JP). 



(72) 
(75) 



(OINUMA,Hitoshi) [JP/JP]; =r 305-0053 SttJI O 

< (im /hSJII 7-1 6 Ibaraki (JP). * Jf 
(OHI,Norihito) [JP/JP]; =r 300-0312 fflftS 
P5rM»rm^^ 1-1 2-7 Ibaraki (JP). i^B <SW 
(SATO,Nobuaki) [JP/JP]; =f 300-0844 ± ii 
m *^Z,F 1 0 3 2-1 9 Ibaraki (JP). id A ±® 
(SOEJIMA,lVIotohlro) [JP/JP]; t 305-0005 S^g O 

< (im 4-8-7 1-1 0 2 Ibaraki (JP).^T 
Sil (SESHIMO,Hidenori) [P/JP]; T335-0021 

FBamSrif 1 8 1-1 :?i/>KU-»*:tti 0 7-^ 



Saitama(JP). *M (TERAUCHI,Taro) [JP/JP]; T 
305-0035 25«ao<(irfi «in3-1 7-1 7 /W> 
/N^ 2 0 1 Ibaraki (JP). ±$ (DOKO.TakashI) 
[JP/JP]; T 305-0061 3?«llO<(fmffl?5in 9 -7 X 
7 > KO < If 2 S 2 0 4 Ibaraki (JP). ift» 
(KOHMURA,Naohiro) [JP/JP]; =r 300-3262 Sttli O 
< If rfi 2 4 8-1 8 Ibaraki (JP). 

(74) ftS A: * S S . n(FURUYA,Kaoru et al.); T 103- 
0007 * AE S*SSfflr 2-17-8 >RBr?£g 

lfjU6PgTokyo(JP). 

(81) ft^ II (@rt;: AE, AG, AL, AM, AT, AU, AZ. BA, BB, 

BG. BR, BY, BZ. CA, CH. CN, CO, CR. CU, CZ, DE. DK, 
DM, DZ, EC, EE, ES, FI, GB, GD, GE, GH, GM, HR, HU, 
ID, IL. IN, IS, JP, KE, KG. KP, KR, KZ, LC, LK. LR, LS, 
LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NO, 
NZ, OM, PH, PL, PT, RO, RU. SD. SE, SG, SI, SK, SL. 
TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VN, YU, ZA. 
ZM,ZW. 

(84) JlSa (0:1^): ARIPO 1$St (GH, GM, KE, LS, MW. 

MZ, SD, SL, SZ, TZ, UG. ZM, ZW), a— ^ i/7^W 
(AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), 3 - O / <^ 
K (AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, 
LU, MC, NL, PT, SE, TR), OAPI (BF, BJ, CF. CG, 
CI, CM, GA, GN, GQ. GW. ML, MR, NE, SN, TD, TG). 

2:^^:^□-KRl;^fi<03S8i(zol^rli. 



= (54) Title: NOVEL IH-INDAZOLE COMPOUND 

^ (54)ftMco««?: ^gim^ H-^>ifV-)Ht^^ 




o 



(I) 



(57) Abstract: A novel IH-indazole compound having excel- 
lent JNK inhibitory activity. It is a compound represented by 
the following general formula (I), a salt thereof, or a hydrate 
of either (I) wherein R) means C6.t4 aromatic cyclic hydrocar- 
bon group; R^ K\ and R^ each independently means hydro- 
gen, halogeno, cyano, etc.; L means a single bond, Ci.< alkylene, 
etc.; X means a single bond, a group represented by -CO-NH- 
or-NH-CO-, etc.; and Y means C^^ cycloalkyl, a Ce^u aromatic 
cyclic hydrocarbon group, a 5- to i4-membcred aromatic hete- 
rocyclic group, etc. 
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\tCy.^7)v^u>mis.ii^M^L. x\tmm%. -CO-NH-, -NH-CO 
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< y^-y-^i\z%\^m\imM'(^m^7f^-tmLti< y^'/-))^{c^m\zmt^, 

Mitogen-activated protein kinase (JJ^T, TMAPKj iiV^d. ) \Z^^fi7s^—Y 

L/TIJ". extracellular signal- regulation kinase (ERK) , p 3 8, c-Jun 

amino-terminal kinase (JNKi^ViJiSAPK (=stress-activated protein kinase) t 

NKOffi|^#:T2&0, ^0isof(Mmi^«^f£;rS J NK©isofonnp0^n-?tlfC^b 
T9 0%£t±l^^75:75ymiB?iJ&^Si$LTViSCia:75«»e>nTViS (Natuie,369, 
156,1994) o i£¥tC7S:oTMAPK}C||#1-^^'l4{bSW#^I^^$n, ^ntCl 
#(.iERK. p3 8, JNK$fll14^-r5^-n^n0iSSS75<^«ge«J{CSJ^J:ofc^SiJ- 

NKS, •^JAOT^ajES^a (TNF-a) -^-f >^-0-1'^>- 1 (IL-1) 

tviofciJ-'f h^o^. heatshock, m^fe (uv) > x-^. m(r>wmznt^ 

BS^) <£!j|^"rSS^?'cJ:1f$Se^^SS<h#A.e.tlTti^ (Science, 270, 1326, 1995) o 
JNKtt, c- J un(DN*Sffi<7)S e r 6 343^:1/5 6 r 7 3 >^{kT^=t)(Z) 
tLTJ.ill$nfc30^ (Nature. 353, 670, 1991) . 3^aT«AT F - 2 -^E 1 k-1 <!: 
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TVi§ (EMBOJ.,15,2760,1996) . JNKtttJNKl, JNK2, JNK30D3 

mmf)^^-r ^, JNKi*5j;j;jNK2tt?& i£(Dm.wcmm i^x\^y^(D\znVs 

J NK 3 ttf^{C:fe(/iT#ti^Vi^^i£:^t' (Neuron, 14, 67, 1995; Neuron, 22, 667, 
1999) . JNKl, $>^\^^itJNK2<DJyi7 7^h-^K7X<Dmm\Z^^t. Z.n 

^SoTtiS (J. Exp. Med., 193, 317, 2001) . J NK 3 ® ^ ^TC' hV-^ 

(Nature 389. 865, 1997) . 7;WWT-3lS-1»/"^-^>y >i^ttiofc»Jii^ 

bTV>5 i:#;jL e>nTI/i'5*« (Experimental Neurology 133, 225, 1995; J. 
Neurol. Sci. 137, 120, 1996) , J NK*5^<7)#iiim5E{3|l#bTt^-5 njfgtti&^l^ 
•t^^^f)^^^-^tl'D-Z)^ S (Neuron. 14. 67. 1995; J. Neurochem.. 76. 435. 2001) . 

zn^X'iz. J NKmmm^^t^i&^^mmzmLmpiit&rfom^^^u^ 



(H) 




$n-5{k^^ (WOO 0/0 0 4 9 1) . 

[2]~^^ (12) 
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T-^ti^ni)^b^i^ (WOO 0/3 5 9 0 9) . 
[3]-Wi^ ( I 




(I 3») •T?^t)$n5{b^#l (WOO 0/3 5 9 2 1) . 

[4]-^i5: (I'') 




0 0/6 4 8 7 2). 
[5]-^iC (15) 
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n-Sib^ife (WOO 0/3 5 9 0 6). 

[6\-m: ( I ^) 




^^3$nS<b^#l (WOO 0/7 5 118). 
17]-^^ (l "0 



Rr 




(1^) d^") 



^t)$n^<k^#I (WOO 1/1 2 6 0 9) . 

[8]-«ss: ( 1 8) 
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(1°) (I"") 

«t)$n^'fb^ii (WOO 1/1 2 6 2 1) . 

[9]-^iC ( I ^) 




'3=) T-^t)$n'5<t;^tl (WOO 1/2 3378, wo 01/2 3379, woo 
1/2 3 3 8 2) . 

[10]-^^ ( n °) 
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-e^t»$n^{b^#) (EPO 1/1 1 0 9 5 7) o 

-Ijh. ^ >yv-)v^^^^r^it^mzmvx\t. m^^tn^ 2000-50 

110 5^, #112 0 0 0-1 9 8 7 34^, WO 9 9/2 3 0 7 7, ^iZ^W 

^mB(o^mmtiyX^mx$>^tm^t^^ti!)^x^^o Lti^i^unA^. mntc 
^±^m(D.^^m&-^'^^mn^tit^mt^ftM.m^tixh^f3.^\ 

< 1 >-^^ 




^4^. RHmmm^^Lxi^^xh^^^c,.,^i^mmmit7i^mm^m^rc\tmmm 
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Xtt^^^^ -NR6-, -0-, -co-, -S-, -so-, -SO2-, -C 
0-NR8-V2-, -C (O) 0-, -NR8-CO-V2-, -nR^-C (O) 
0-, -NR8-S-, -NR8-S0-, -NR8-SO2-V2-, -NR9-C 
O-NRi"-, -NR^-CS-NR^"-, -S (O) ^-NR^^-V^-, -C 
(=NRi2) _NRi3_, _oc (O) -OC (O) -NR»^-^fctt-C 
H2-NR8-COR« R^ R^, R^ R^^ R^^^fe 

ViTfcJ:l.iCi_67;i'4^;i^a, fimaS:WLT(^iT=b«tliC2_67;i'^-;ua, fi 

iia$WbTViTfej;viC2-67;i/=^^-;u», Mma^*bT^iTfe«fc^iC ,_67 
;m:^^'>», s^«swbTViTt>.kViC2-67;u^r-;u:t^i/S, am»<£^b 

T^>T*)<i:^iC,_6 7;WU5^:^-ai, aife»2:#L/T^iT'bJ:^iC2-6 7;i'y-;i' 

5^^^, fi^S^WLT^iTfeit/iC3_8i':^n7;Wl'S, ai^S€:#LT^^T 

^m^ics, em»^^ bTtiTfe J; c 6 - 1 4^*i^^^b7jc9^gi^a*fc«fims 

^S*WL/TViTfe«kViCi_67;i'=^U>»&iic*U m«0, 1 ^/ttt2 
J;LiC,_67;i/^=^v'S, g^S^^LTL^TfeJ;ViC3_8'>^7n7;i,:^;US, g 
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t T Li T t) ck C 1 _ 6 T;!':^ JI/S^ SI^S^^ LTViT'b^LiC6_,4 ^S:^^{t7jc 

< 3 >R 5*S7KmM^T^-5 Wi3< 1 >ttcit< 2 >IBm0{b^i^t> L < S^CDig 

< 4>R^^^7mm^X'$>^tijm< 1 >~< 3 >viTn*^ i iB«©^b^!fe% l < \t 

< 5 >R^i()^7^$^mf-x$>^mm< i >~< 4 x^i-rn^^ 1 iB«©{k^#i'fo l < « 

< 6 >R 2, R 443^iytR soa^iJ?:;S:<i'fel oe7K3?III^-e«7&:Litirf3< 1 

< 7 >-Lf)^m^^^rc\t?^^uyMX';&mt&< 1 >~< 6 >t.i-rn3&^ i lemo 

< 8 >L*5#ig^T^5Wf3< 1 >~< 6>Li-rn*i 1 Sf^O^b^tJfe L < tt-e 

<g^Siia> (1) Ti3<Mmsi^b>7&^^sjin-5 i~3P©ST^n^n 

®g|$nTliT'bJ:Vi (a) C,_67;U+;US> (b) C,.67;H]^v», (c) 
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C,_77v;i/S> (d)75KS, (e) 7Sy», (i) C^.^i^^ojJl^^JV 
(2) ADy>Jl^. (3) TK^a, (4) -hDS. (5) v7yS;feJ;:; 
(6) *;i'7}^+vJU«75^b?5:^l¥ ; 

<«^«Pb> Cx-6 7;P4^;PS, Aa^^>l^^x TKStS. -has, v'ZyS 
<i o>Ri*s:7x:r;i,», :^-75';i/S, *fctt5~i o^S:K^^^S:«TfeO, 

R ^ *«H9iH< 9 >tBm<omm^m a e.st^ns i ~ 3 mo^^rmm $ nr 

<i i>R»7!>«7x-;i/S, 2-±75';us, tr'jv?;p*, 2-5=-x-;i/S, 2- 
7U^«, 2-^>77U;i/S> 2-+y u;u»^fctt2-'^>v^5"x-;i/STa& 

<1 2>R»;!)S2-±75";US, 2 -^>V7 'J;i/«*fcti2 -^>l/5"X-;i/« 
Tfe 0 , R 1 7&ii]ffB< 9 >IBicOMM»i^ a ?.M«n-5 1 ~ 3 fflCOSTM 

m$nTViT'b<kViat?*5ifi3< i >-< s >t.i-rnA^ i isiso^b^ti'b t < 

<l 3>M^Si^a;i^ (1) /\n^yW.=f-. Tm^ii^XSiyr Jmt-^^fs.^mi3-^i^ 

jitjn^ i~3{i0aT-en^nsM$nTtiTfeci;t.iCi_67;i^+;i'«^ (2) 
^nsife$nTViTfej:^iCi_67;P3i4^i>«, (3) /Noy^iiT, (4) im 

m^iiU (5) i/7yS7&^e.7a:SS^T'*StfFie<9>~<l 2>Vi-rn35UlE«® 
<1 4>MiSSS^a75V\oy>i^^l?^§H5f2<9>~<l 2>l.irn;6U IB« 

<1 5>X/&^-CO-NR8-V2-, -NR8-CO-V2-^75:Ji-NR8-SO 
2-V2- (^^'^ R«:fe<ktXV2ttMtE<l>|3«c0R8:fe.kOT2tlllic^<&lC* 
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<1 6>R«A«7K^lM^T$)^fiJIB<l 5>tim(Di\:'tm'hL<\t^(Dm^ft\t^ 
<1 7>X7&^-CO-NH- (CHa) (5^4', t « 0 ^fcJi 1 ) 

T^t>$n«aiT*st{riB< i >~< 1 4>ii-fn?&i i tsmcD^b^ibfe b< a-?- 

<1 8>X7&«-NH-CO- (CH2) (^t. tfi0^fcJtl$E'*-r§, ) 
T«t)$tl'5ST$)-5WS5< 1 >~< 1 4>\^^rnA^ 1 fBm©^b^t>fe L < 

<i 9>Y7&sCl_67;w^S^ C6-i45f*:KM*^ii^»^ Ci_67;u3=l^v 

Si^li^^^ST^ 0 ^ 75^0. YTSiTM^SS^ a 2 ioMittl^ 1 ~ 3 

«M$nTViT=&ctt.iS-ea&^HfifB< 1 >~< 1 8 x^i-rm^ 1 ie«(D<b^tife 

U < tt^Oii^fcH-enf, O7Kf0#>, <gmSif a 2 > ( 1 ) TIE<Sm«l? b 
2>3(»^e>Stfn§l~3ffi®ST?-€-n-6nM^$tlTlriTfe«klri (a) C^.^TJV 

(b) C2-6 7;p^:i;i'S, (c) C2-6 7;i/=¥-;u», (d) Ci_67 
(e) C2-77e^;us> (f)75h*s. (g) 75y«, (h) C3 

_8Vi>o7;wus, (i) C3_8'>^o7;u^r-;i.a, (}) Ce~i4^mm^ 
itjmm^M. (k) 5-1 4M^#M^s^:s. (i) c6-i47'jo^vS*5 

(m) 5-1 4M#^^S:^S^^^», (2) ADy>lI^, (3) zKi^S, 
(4) -has, (5) i^7/m^^U (6) ;^7;U3l<4^'>;i^S3ii^e.;fei.SI ; 
<glfeSS^b2>Ci.6 7;i/4^m Ao^r>ll^, TKStS, -hnS, i/7y» 

^S^;ta5^fett6M^#M«^SCST^0. Ti^o, YAWE<19>I5«© 
MJfeSSfa 2 7&^eiglin5 1~3<i0a-eg^$nTViT'bcbViS-CS^ttrl3< 

i>~<i 8>vi'rnj5ui5«©^b^i^'bL<tt^©m^fctt-ene)07jcfDti : 
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<2 i>Y*«:7U;us. tfaUJi/S. 7x-;us. fcf'Jv;u«x Cj. 



A^o, Y7&«, frlB<l 9>IB«OgmSS^a2*^?»M«n5 1~3{H©»-C 

s^snxviTt) j;viSTSsMiE< 1 >~< 1 8 >vi-rn*^ i ^mo^it-^i^h 

<2 2>Y75^7U;US^feS5'X-;i/ST^0> J&O^ Y75W5< 1 9 >|Em©M 

< 2 3 >gil»i^ a 2 ( 1 ) TIH<SmSSf b 2 >75i e)M«nS 1 ~ 3 M©*T 

-5-n-?n®ii$nT^5Tfej;^i (a) Ci_6 7;wi'», (b) Ci_67;u3+'> 

(c) Ci_77'>;U», (d) 75 (e) 75y«, (f) Cg.gV^ 

D7;l'^;l'g. (2) AP^>JI^, (3) 7m&. (4) ^haS, (5) ->7 
ym^^Z^ (.6) ;^JJl/ii^=^^v';i'«;5^e);5:'5S^TS0. <§^Sgfb 2>?&«Ci_6 7 
Aa^>m^> tKKX. ::ihnS, v7yS43,fcy^*;i/3j^=^i>;i/ad^e. 
J5:^PT*5Hlil3<l 9>~<2 2>li-rn*Uf3«©<b^tl'bU<tt-e-0itg* 

<2 4>gMSS^a 275^ (1) Ci_67;Hi + vS, (2)ADy>Ii^, (3) 
i^7yS75^67^cC-5S¥Ta5-St5l2<l 9>~<2 2 X/i-fn^U tem©^b^ife=b L 

< 2 5 >mtE< 1 >IB«©^b^#l'fe b < «-?-0^*fc«-€-ne>®7K?nife<£'^#U 
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x:f3i^c- ] un 7 5.yi^m>mimm (JNK) (Dm.m^\; 

<2 6>tfrie< 1 >f2«©^b^lb'bL< «^(Dii^fca^ne.07jcfp#)i&^:tL 

XfS.^c- 3 un7S.^^1^^)ymimMl (JNKl) , c-Jun75y*5Sg 

^)>mmm2 (jnk2) i5^u/^rc\tc-jun75.ym^^j>mimM3 
(JNK 3) om^M ; <2 7>ifiu<i>ni^(oit-tmhv<\t^(Dm^rc\t^ 

< 2 9 >ME< 1 >fBm®fb^tlfe t < \t^(Dm^tc\t'tn^(Dyi^m<\^^^^ L 

<3 1 >«itt#iS«3^a*««l^#iH4^, ^SU^m, «fl«^, igi^^feL 
<3 2>»M^tti^B75««»«tt^m-C^^H5tB<2 9>fe«0?&^j^J^fc 

< 3 3 >WIB< 1 >IB«©^t;^J|^fe L < tt-?-OlgSfce-?-n6.®7i(fPi^Sr-g-WL 

<3 5>nf^^^mm*mikBmm0k. msfn'^itm^^ mmik\z^m^t.-k.\t 
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<3 6>^mm^^mm^ii i Yi^Bmm^v$>^mm<3 5>Bm<DmmM^ 

< 3 7 >«siB< 1 >t&m(oit^!^hv < ^^©iis/cti-ene) ©TKfDifeio^igtt 

< 3 9 >BfrlB< 1 >l3^©fb^'^'& b < t^^om^fcti^ne ©7K?n!^(7) c - J 
un75y*J^'J>®SibP^3 (JNK3) (^Pl^^JM^fcfeO^ffl ; 

<4 o>ttri5< 1 >iB®©ib^i^%>b< «^®*l*fc«^nf)©7j<iD!feio^s# 

±W^ftSS#{Cjg#bT, c- J un75y*lSS'J>ji?^b#^3 (JNK3) 
8&rs;^fe. fj:<J:{cHf ^t>OT$-5. 

mim^ (JNK) ©iia«j&«*^7a:^s, ^gE-fes^a, i^^^mtti^iisfctt^s^tt 

ii#{iS#-r§e:i{cd:D, c- J unTS. y^l$^j>mim^ (jnk) ®ifi« 

m\zm^-r^, 

^mmmmiziiiff^ fjnkj tit. c- j un^^A^noN^^mm^vy 
mitt^WM^^iy. m«jNKi, JNK 2, JNK 3, m^$>vf^n^, J 



13 



wo 02/083648 



PCT/JP02/03735 



NKJ'«JNK1, JNK2, J NK3 (D SmmUj^^tEt^o JNK143J:Z/JN 

K 2 \tyhE(Dfmr^m\^r\^^^(D\z^L. J NK 3 mmioi^^xm^z^^^^^^ 

^■f (Neuron, 14, 67, 1995; Neuron, 22, 667, 1999) o 

^« rstttti^tti^mj riittWMigtti^iij T^*^^, ffM^E, 

7, 5ttt^5^> »M> ^^MMI^^, iKifiil^ttJS*, 

i^tz\m^^'M^. mfj^M^n^o ^^^nm^^m^i tbxit. m^mmw 
(^ajA«< feMTffijfii, MS^) , m^^^, ^mmm. i&mm\z^ 

\z:io\,^x^&^mBiz^m-^M^.x(DmB^M^'r^m^x. t < tps^^n^s: 

m^-\^iisL^mm{i^^mim. ^m^wikm^^$>\fiti^, 
^f)^s ^mmizmt^mo)mT&±±rmxomis,^i^. T-^mmzm-iSKyt^ 
^(Dtim\zm^^ti^ho)x\tti.<, i^^-rnt^-'i5<D^^^xhm'^%X''b^ir^. 
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n-:/Dtf;i/S, i s o-zfo\d)im. n-:/^)vm. l s o-:f^)V&. sec 
-:r5";i/S> t e r t -7*5";i'»> n-^>^)V&. 1. 1 - vp<5";i/7°a tf;u«> 
1. 2->?p^5^;uyDt!>iUS. 2, 2-v/5^;i/yot:;US> 1 -X^^Jl/^n tf;u 

i-x5^ju-2-p^5";i/yDe;i/». i. i, 2-hu^5^;i'yotr;i/S, i-t' 
□ □ tf;i/S, i-p^5";i/:r5";us. 2-^5^;u7'5^;i/S, i. i-vp^5=-;i' 
^5";!/*. 1. 2->'pi9";i/:r5";i/*, 2, 2-v;»t5";u:/5";i'a, 1. 
5';i/7'5^;us, 2, 3-v?^5^;uy5^;us, 2-x5^;by5';i/g. 2-;<5^;i/'^> 

a, n-:/Dtfjua, i s o-:^otf;i/S, n-y^^Jl/S. iso-:/5";US, s 
e c -Zf^)m. t e r t -^5^;!/*. n -^>^)V^mX'$>^o 

i-yD^x;ua. 2->^D^x;us, <v:/D^x;i/S, 2 -^^5^;!/- i -^d 
^XJUS, 3-/5";!/- l-7*a'^x;i/a, 2-;<^}V-2-Z^n^-)im> 3- 
/5^;i/-2-yp'^x;l/S, i-7'xx;i/S, 2-yxxjua, 3-::^-rx;uS. 
l-'^>xx;i/S, 1 -'\=^r-t:x;us, 1. 3-'\=^-y->vxx;i/S, 1. 6-^ 
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-fui^-jm. 2-yot?-;i/S, i--:f^-}Vm. 2-^^-)\/^. ^-yj-- 
)V^. 3-^5";i/- 1 -T'otf:::;!/*, 1 - x^' - ;|/- 2 tf-jl/S, 2-^=^ 

X5^;i/X5'U>S, 1. l-v^5";UX5^U>S, 1. 2-i;>^5';!/X5^U>S, 
h'J^5"U>», l-p^5";i/h<J^5"U>». 1 -x5";i/hiJp^5"U>S, 2-/ 

-x5^u>a-eab-2>. 

^x;i/Sj 7&^e>$e{c7ic^M^*n®i^viT^^$n-5— ffioss:ic*u 

{itt^J;it«, tfxi/>«, :/o^xU'>S> ::^xxi/>S> /^>xxu>», 
■t-i/>S?ij:t'75iWe.n-5o $?^t<ttt*xu>a, :/D'^x^>S, :/xxi/ 

XW>«T$)0, $6tC$f*U<ttl, 2-t*xU>S, 1. 3-yD^xU>S 

*SBjifflS{i*5ViTfflVi-5 rc2_8 7;u^^^xu>Sj tfiMIBJt^© rc2_67 

m\z\W]7L\t, jL^-uy^, ypifxi/>s, f^=.uym> ^>5"xi/>s, 
5"xu>S. ^>5"xU'>aTfeO, J:0»^t<ttx5"xu>«, ::^ofxu> 
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«BJW {1*5 v^Tffl 1/^5 rc3_8->^p7;i'4^;i/Sj tit. 3fs.^^Lsm(Dm 

vi7n^>5^;i/S, vi^D^^^i/jl/S, ->^n'v:f5^;U*, zyi7D7t-C7=^)V 

xh^v'S. n-:?'n^^v'S, i s o -T^dtI^^^S^S, s e c -:7^07j?^i^S, 
n-yh^->«, i s o-::^h^rvS, sec-yh^v^> tert-:/h^>> 
n-^>5^;i/:t^vS. i s o-'^>5^;i/^^v«> s e c -'^>5^;i':^+i> 

1, 2-vp^5";uyo7fN=^v*, 2, 2-v/5";i/yDt:;i/:t^vS, 2-X 
5^;i/:/D3}5:^'>S, i-p^5';i/-2-x5=-;b:5^p^^v'*, i -x5^;i/- 2-^^^^ 
;u:?^D7i?:^va, 1. 1. 2-h'jp^5"JU:^P5l^=^'>S. i. i. 2-h'J>^5';i' 
•/u-!f.^i^m. 1, i-v'^^'Ji/yh^^vS, 1, 2->'^5";i/:/h=^va, 2. 
2->'/5^;u:/h=^vS, 2. 3->'^5';i/:/5";i/^^->S, i. 3-vp<5^;py 

2-X5^;i/yh:;|^i/S, l, 3 -v/5';i/>^h^rvS. 2-y^^)l 
<«p^h^>'ax xh^'>S, n-:/D7l?+i/a, i s o-:/oji^=^v'S\ sec 

^mmm^\zn\f^x rc,_67jun=^'>:^7;u3i^x;i/Sj tmis^tii© rci_6 
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a, JLh^>^ti)l7f--)l&. n-y'D:^^i^ti)Vii'^:^)V&. i--fnt-^zyti)Ut^-)m. 
n->^h4^v*;i/:}?-;uS. i-fh^iyti}V^~)vm. &tc-:fh^iyti)iTS^=.}\^&. t- 

*Bjiae«^'H*5ViTS$ns rc2_77v;i/»j t\tmti^m(D ^c^.e^jv^ 

1, 2-v^5^;uyDt';i':^;i/At-r;ug, 2, 2 ->5^5";i/ynt!;i/:^;i/A't-r 

j3-'\^->ju*;uA^:-f;u», 1 2-x5";i/::fpt?;i/;^jji/A'^'r;i/«, 
l-:L=S-)V-2-^^)Vztu\l)Vl3}Vn=^^)V^. 1. 1, 2- hU:>^5";i/yotf 
;i/*;i/A*q6-i';i/«, 1 -yDh!;u:^ptr;i^:«7;i/A^-i';i'«, \-:^^)V':f=^)Vti}V 
A^-r^uSv 2-/5^;i'y5';i/;^j;i/A^<;i/S> 1, 1 -v;'^5^;i/y5';i/*;i/A^^ 
1, 2->'^^;i/y5";i/;^;uA^-f;i/», 2. 2 -i^;<5";uy5";i/*;i/A 
t'T^i'S. 1, 3-i;;>^5^ju:/5';i/:^j;i/A*t'i';us> 2. 3-v^5^;uy5^;P;^(;u 
A^r-r;!/*, 2-x5';i/:?'5";u^;i/A^'r;i/S. 2-^5";i/'^>5^;u*;i/A*^'r;u 

5^;U:^;i/7t^x;i/:t^va. x5';i';^jjl/7Kx;i/^=^vS, n-zfu^)Vh)Vifs-)Vt 
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a, l-;)^5";U-2-X5";U7'Dt!;i';«j;U#-JU:t=^vSx l-X5";U-2-^5" 

1. 2-i?^5^;Uy5^;U*;U5}^XJU:t4^->g. 2. 2-v^5^;uy5^ 
)[^tl)Vt--)V:t=¥-^^. 1. 3-v?^5";i/y5^;u*;i/7H-;i':t=^va, 2, 3-v 

1. i-v^5^;i'7'otr;L/7.;i'*-;i/S, i, 2->'^5";i/yDk';i';^ 
;i/vic-jus, 2. 2 -vp<5^;u:^D e;i/7.;u*:x;i/S> i -x5^;i/yDtf;U7.;i'* 
x;i/S. 2-x5^;i'yDt!;U7.;U3l^x;us. 73-^+>^;i/x;i/>J^-;uax 

2 -jL^)V:/n tf;u;^;i/3i>x;PS, i -x9^;i/- 2 - ^^ji-^n t!;ux;P*x 
ji'S, 1. 1. 2- hu^5";uyntf;i/7.;i'5i^x;us, i -^^'d tr;i/:/otr;i/;^Ji/ 

1 -vp^g^;u>^^;u;^>'i'*x;us, i. 2-i^^5';u:/5^;U7>;u5i^x;i/S> 2. 2 
-v'/5^;i'y^^x;uj}^x;i/g, i, 3->';><5^;i/7*5^;ux;i'*x;wa, 2. 3- 
'J^^)lzr^)l7.)lTi-^=^}l^&. 2-j.^)Vzf^}V7.)Vii^:=.)V^. 2-:^^)V^y^ 
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/ s o-yoe;i/;^jU7x-;i/S. i3-y5^;i/;^;u7x-ji'S. i s o-zf^ 
;i/XJU7x-;i/S. s e c-y5^;i/:^;i/7x-;i'S, t e r t-y^'juxju^x- 
n-^>^)i7.)\^yji~}\^&> 1, i->^^5';i/>^Df;i/;^;i/7x-ji/«, 
1, 2-vpt5^;i/7°otf;i/7>;U7x:i;i/S, 2, 2-v'p<5^;u>^pif;u;^;U7x- 
1 -x5";uyotf;i/7.;U7xii;i/S, 2-x5';u7'di^;ux;U7x-;1/S. 

j7-^^->;U7.;i/7xXjI/S. 1 -^^^JU- 2 -X^^jl/^D tfJU7.JU7x-;U«, 

i-x5";u-2-^5";u:/nhr;M;i/7xxjus. i. i. 2 - h u >^5^ji/7'o tf 
;i/x;i/7xx;i'S^ i -yot!;p:fPtfji/7.;i/7xx;i/^, i -;>^5';u7'5';i/;^;i/ 
7xx;ni, 2-^5";u::^5";u;^jP7xx;u»> i, i -i?^5";uy5^;ux;U7x 

x;i/a, 1. 2-s^p<5";i'75^;i/7.;i/7xx;i/S. 2. 2 -v'p^5^;u:/5';P7>;i'7 
xx;i/S. 1. 3-v^5";i/:/5";u7>;i'7xx;i/S. 2. 3->'^5^;U7*5^;i/x;u 
7xx;i/a. 2-x5";i/:/5';i';^;U7xx;i.s, 2-^5';i/^>5^;i/x;i'7xx;i/ 
3-^5";i'^>5^;i/;^;i'7xx;i/«, ^T&^^ifenSo 

n-^>^ji^^ts. 1. i->?/5";uyotf;u5":t», 1. 2 - v^^^^ji/^D e 

2. 2-S;p^5";U7'Dl^;i'5^:ta, l-X5^;U:^Otf;i/5":tS. 2-X 
S, l-X5";U-2-;>^5";U7'otf;i/5^^», 1. 1. 2-V^]is=f-)\,-^u\i)\,^ 

1 -^□tr;i/yDt!;i/5":t«. i -/5";i/:/5";i'5^:tS> 2-pi^;i/:/5";i/ 

1, 1 -vpC5^;u75";i/5^^S> 1. 2-v'p<5^;i/7'9^;i'5^:tS. 2. 2 
l. 3 -vp^5^;i'7'5';l'5":tS, 2. 3-v^5";U7'5" 

^^'jfa, 2-x5";u:/5^;P5^:i-S> 2-j?<5";i/'^>5';P5":tS, 3-p^5^;i/'^> 
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mp.'^-^m'^^firz^m^mtimm^m^w. ^^m^^. fs.^xs\z. -^scs 

'r>-7'-;us. 2-i-y^)m. 7Xu=.)i^, ^zf^v 

t*7x:2;us, <y^^L-)\^^. 7±±y^)i&. yMU-)im. 7x 

^^sfc«H^^<D5~i 4A5f#i^^^ii^s?:vo, m^^^zm^M^i^m^ 

eUi5^i^::i;i/«. tfUSvuJUa, tf^vnJU^, hU7V'J;l/S, xh^l/<j;i' 

u;ua. ^yu;u^. -ry^yu;i'S, +yus^;i/ax y^j^^vius, :t-75"'j>' 

^y^^-y-'JJI/S. =¥:^yU:I;^S. i^>y'J-Jl/S. T^xUvnjl/S. ^ 

*;UA*yujl'S, ;*7;uaVU-;1/S, '^'J5>'-;1'S> 7x:h>hD'j 

y □ tf U If ^ y □ If U v:i;US, ^ ; 2)^ES^^§i^1S^^SC» t LT 

fig^x-;us, -s>y5^x-;i/S, ^ : 3)^m^^wmil^^Si:LT^i7U;u 
s> tf^-;i/S, '^>y7'jm ■i'y'^>>/7u;i'S> ^ ;4)2{aij^±©Mii 
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'^>7:t=^-y-y'j;US, :f=^lJ-v7 FUJI'S, H^V'P:t4^1tyU;i'a, -I'S^V 

1) m.^^(Dm^m^t^m^f)^ 5^ 1 4m-v^K> 

if'^^i?;!/^. 'is.yv^jji^. H^yuv'jvs. -f^jS'i/Ui^;i'S, 

ij JUS, X h ^ h K □ 7 U ;US, X H 7 h h* o fcf ^ 7 V u y ziJUS, 

troujus. if'^uyji'S. ^^yi^)im> -r5:^^l/u;^«^ tr^vuv 
ntfD'j;us, tfuvjus. euyv:i;i/a, trusviijus. h 
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^icai:bTti5^77'j;p*, -ry^7v^'j;uSx > 75^7 jus, '^>X5' 

-f;i/S, ^yv^^^v^)}vm. :t^itv^7v''jjus, if^yp^^^iti/ujus, 
-f5;$^y5'7\/u;i/S, «y77-;i/S, 7Dt!a'j;i/», tfu H:t^it>'-;i/ 

L<(i7'j;us, 5^x-;i/S, /^>y5^x-;us. ^>V7'j;uS75^^tf e.nSo 
< tt, 7 u ju»*fctt5"xx;uST-ibs. 

:t> — rJUSx xh7t:H077>-'f;i'S, x k HD5':t7x>-<;ua, 
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hrou>?::i;us.xh7tKP77>-2-:t>— ^;^s^fc^itr□uv>-2- 
L<«ti^'j tf^7i/*;uSs ^;u*u;i'Ss ^^=e)it-^j t^k^/n 
< h*D-2-t:D>-'f;ug, x h7/w HDtr^>— f;i/Sx xh^/WKo5^ 

*TO*IB»f3*ViTMVi5 rjSh'Sj tit, iC-C0-NH2T-^t)$n^» 

MmL. »sL<«2-7u;i/S-e$)5. 

3 - t: P U ;US^&jt*L, ^ b < « 2 - h° P U 

h^t HD7^>-2— r;i/*TS5, 

Pg^:t7x>- 2 — f;l/S. T^h^h KP5=-^7x>- 3-<Jl'Si&it*t, 
b<«xh^t: h*P9':t7x>-2 -'f;i/Slf^S, 

2^MB.^^SHi5t,iTffli.i5 rifoiji;-;i/Sj - tfp'J vx;i.S, 2-t: 

p u s^xji/ssfctt 3 - tf p u s^xjus^&jg5^ * u < a 2 - trp u 'j=i)vm 
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;i/S*/Lttxh^l::FD77>-2-;j->- 5— TJWS^ji^^b, »^L<«-rh 
7t Kn77>-2-:t>-5->r;l/«T*S. 

2-:t>- 1 f;i/S, tfD'J>'>-2-:t>- 3— f;US, \fnVi^>-2-^ 
y-4-^}m. t'DU v>- 2-:t>- 5— r;i/S^;t»L, »^t<«tfD'J 
v>- 2-:t>- 5-<;i/ST^S, 

-+yu;i/S, 4-^y'j;i/S, 5-=^^y'J;^s^ 6-^yu;^S^ 7-4^yu;i' 




o 
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(1) Aoy >ii^ 

m^iiyymm'i'. mmm^. ^mmi". s^mm^. m) ; 

(2) 7m&: 

(3) '>7y«; 

(4) -hum; 

(5) *;i/xK+->;i/S ; 

(6) 75y«: 

(7) Ci_67;Wl^S 

(^^iJAtSp^^^;!/*, x5^;i/S, n-zfa^dJim. i s o-:/Dt!;us, n-^5";i/ 
t e r t-:/5";i/«, n-^>5^JI/*> 1. 1 -i^7^^;uyp tf;US, 1. 2 

(8) C2-s7)V^-)\^M 

2-p^5^;i/-i-yn'^x;i.av 3 1 -:/a^x;wg, ; 

(9) C2_6 7;i/^x;i/» 

(10) C3.siy^n7}V=^)l& 

mxiti^i7n-:fm)\^m. i/fpw:;^)]/^. ^^c>u^y=f-}\^. -y^u^^^))/ 

(11) C3_8i^^D7;i/yxji/« 

m^\fi^^ o :fn^>- 1 -< ;k v'^ o >''a'^>- 3 i^i? u y^fy- 

i--f;p, ->^o:/7^>- 3 — r ji', i, 3-->:^p:/^vx>- i — r;k vi7 
o^>x>-i — r;k v^o^>-r>-3 — r;i/> vi^D^>T->-4 — rji^, 

1. 3-v^D^>^vX>- l-'fjk 1, 3-v^n'^>^>'X>-2-<;i/, 
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•t>-3 — v^o^^-b>-4-<;i/, 1, 3 -->^D^^1i-vX>- 1 - 
-fM 1. 3-zy^n^^-i)-'Jxy-2-^ )l. 1. 3 -v^n^^1tvx>- 5 
— f;i/, 1. 4-i>i7D'\:^+)-s;x>-3 — TJk 1, 4-i^^D'\^+)-vX>- 

1— I'M ^) : 

(1 2) Ci_67;m^v'» 

(^JAt^;>^ h=^>^». xh^->S. n-7'a3J?=^>'S, i s o-yo7i^=^vS, s 
e c-y□5^^^^vS, n->^h^'>«. iso-:/h^->S, sec-:/h^i/S, 
t e r t-:/h^->S^ n-'^>^;i/:t^>'S, i s o -^>'5^;i/:t+->S. s e 
c-^>^)V:t=¥iym. n-^=^V^->*, i s o -^^V=^->S. 1. l-v^p^ 

^jvfuifjv^^zym. 1, 2--:^;>^^;i/7'o3i?:^->'a, 2. 2->';><5";i/:;^nfcf 

(13) Ci_6 7;i/^XJl.;i-^^e/S 

-fv:/o^x;i/;f4^'>g, 2 1 ->^o^x;u:t+vS. 3- 
/5^;i/-i-yp'^x;p^^^vS> 2-p^5^;u-2-:/a^x;i/;e-4^>'S. 3-p^ 
5';p-2-yn/<x;i/;f4^->S, i -:/xx;i/;i-^>'S, 2-:/xx;i/^:^^e/^, 

(14) Ci_s7;i/^;i/5"^s 

(^?iJA^^p^5";^5":t*, j^^ji^^tm. n-^n\:f}v^^m. \ s o-:/Pif;i/5" 

n--:f^)V^^&. i s o - :/5";U5^:t», s e c -Zf^JV^tM. t e r 
t-^'^'Ji^^'^S, n-^>^)V^:ir^. 1. i-v'p<5^;i^ynfcf;i/5^«> i. 

2- -:^/5";u:;^otf;i/5^;j-S> 2. 2-5^p^5^;i/:/Dt!;i/5":t«, i-jl^)V^u 
\L)V^-tm. 2-x5^;i/:/oe;i/5^;i-S. n-'\^v;P5^:e-S> 1-/5^^-2- 

x5";i/:/D tr;i/5^::ts, ^) ; 

(1 5) Ci_6 7;i/^rx;i/5":tg 

(^JA.tit-ji/^'^S, 7'JJW5"^S, i-:fu^zL)i^tm. 2-yo^x;i/5^ 
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(16) Ci_i47Un^^v/S 

(17) C2-7 7->>;P« 

(18) c^.i^^mmmtymm^m 

(19) 5 ~ 1 4 M^^#;^;^^b7lc5flS^« 

m^\ti) tfous?;i'». tr□-U'J;^». tr^^'Ji^;!^*, bf^7-:^;i/». ^s.^^ 

V u b' y V u < 5 yv u v';i/S. u h ^ t f □ 7 u 

2) Hu \i>m^^mm-^n^m 
(2 0) 5~i 4M^#i^igi!i!i3a:« 

(2 1) 75 

(2 2) c,.^mmmmt7i<imm^mmmt\^T^-r^x}vt^=-}vm. 

(2 3) 7>;i/*>75 HS, 

(2 4) Ci.67}V=¥)\^tl)VA'E^}Vm. 

(2 5) Ci_67JW3=^v*;u^-;vs, 

(2 6) Ci.i7)V^)\^ti)V^:z)Vt=¥:yms 
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(2 7) C 



1-6 



(28) c 



1-6 



(2 9) 7J^;^$;^s. 



(3 0) ^ 



o 



/A 



R 



,10a 



(3 1) 5?; 



(6) ~ (2 3) H43^j-575/S, C,_6 7J1/^;PS, C 2-6 7Jl/ir-;i/g, 

_6 7;i/=^^:i;i/*, C3_8v^a7;m^;i/«, C3_8 5^^D7;i/'5r-;i/a, Ci_67 




(3 2) ^ 



R 



,10a 
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Mtc, MI3 



(1 

(a 

(b 

(c 

(d 

(e 

(f 

(g 

(h 

(i 

(j 

(k 

(1 

(m: 

(n 

(o 

(P 

(q 

(r 

(s 

(t 

(u 

(v 



~ (2 3) \Z^m<D 

v7ys, 
75 

Ci_67;i'^^;i/a, 
C2_6 7Ji/4^^;i'S> 

C3_8~>^0 7;W1/S, 

Ci_67;m4^'>«, 

Ci_6 7;i/'5r-;l/;j-^S/S, 

Ci_67;i/y^;u5';a-*, 
C2-7 7v;us. 

5-1 4M#^^#i^j^{b7j<^3i^s. 
5-1 4M^Si^^^^i?:», 

75 FS, 
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(a-1) Aoy 
(a- 2) ^KMS. 
(a- 3) nhUJl/S> 

(a- 4) -?-n^ni~3MAO>ir>li^^fcfi7KmST*m^i$nTt.^T=bcfcl.\ 

( a - 5 ) C 6 - 1 o3t*:^^<k7K^^i?;» 
(a- 6) 5-1 4M5?Sj^^^iC:a 

(a -7) 4mmm^&. 

(a -8) ;^;i/:i}^4^'>;l/S, 

(a -9) h^J7)]/^a/,^}V&. 

(a-10) Ci_6 7JWi/*;i/A^-r;i'S, 
(a-11) c,_67;U3^'>*;i'#:i;i/S, 

(a - 1 2) C2_77->;U», 

(a-1 3) Ci_67;l/^;i/;^j;i/7}^:n;l/:t+vS, 

(a-1 4) Ci-e7)V=¥)VX)Vyt^~)l&. 

(a-1 5) C,_6 7;Wl/7.;i/7'm;i/«, 

(a-1 6) C,_6 7;Wl/5^:tS, 

(a-1 7) -hPS, 

(a-1 8) t-)V^)Vm. 

(a- 1 9) 



o 
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(a-2 0) ^ 



,10a 




^M^r^o ) 

(a-2 1) ^ 

RlOa 

L T 0: 0 fiF * b ^iflaj ^ 5 1 , 
(a - 1) Aoy>l^^, 

(a-2) 7mm. 

(a- 3) ::ihU;i/S. 

( a - 4 ) ^n^n 1 ~ 3 fi A o y s fi7Km»T-g^ $ nx v^t ct , 

(a- 1 7) z:ho«, 
(a- 1 9) ^ 




J,10a 



32 



wo 02/083648 
(a-2 0) ^ 



PCT/JP02/03735 




Tffll/i5R«Ci_8 7;Wl/»*jt*-rs, R^ R2, R^*3.krXR5tt-?-n-5-*nW 



33 



wo 02/083648 



PCT/JP02/03735 




^T^M7 U -)lt b> 7 U -;i/7;i/7't h'^SJ^^^-frS d <!: J: 0 7;i/D-;i/ 2 

N' , N' ~T'h=>^^)Vx.^v>i?T^y. ^^^^^)vy^7.y^y^\^^(r> 



34 



wo 02/083648 
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^T^-:^m2 

1 4 

2 

m 2 -fb^ti 4 ic:^jS7 >J fe«^JSAoy y 7 U -ju&sj&^^'S z. tx 



35 



wo 02/083648 
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i>x:$'>^©x— r;ujS}gii^, ^om^>i£>. h;i'X>^3i)«^frf ens. S^S 




:i:^^7&^ffl^^en, jj^gtcf&i;T2. 2' -jyv-f y:^Dtr;i/ 
er f-y5^;i/:t+->;^j;U3Kx;i/Si3j;t^p-h;ux>7.;uj}^:z;i/*cD^A«, ^ 



36 



wo 02/083648 
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S©#«ET, -fk^ii&e tv- t e r t-Zf^)V=J:^-:iir^^-h$)^^^\tp -h)\/JL 
6 t ^ □ □ h 'J 7 xx;i// 3? >a5 5 Vitt^ p □ 5^;u;>( 9^;ux— 5^;i/ •& 

;uxji'*=!r>'H. >'p^5";i/*;i'A75 Hi?75«^ife.n-5. -2o^;i 

vzf^) yif\zm^^^7^) -)Vi^^uyw\t. Tuss^nxvi* %(D\mx\^. 

i^^-^M\^^is.\^^h(D\t^mzm^^^\zmm'^ z.tmT^^. 7 u -;i/3Kd > 

;u^^;i/i:S^S$-frTJ^'>iJx;^x;i/tL/fcm. ia*^«?-r-5iitT?#^>n-5. 7}\^ 

^M^jt)nx.-5 d tTi^T-^^o 7 u -;u'J ^^hsta^^"^ v u 7;u^;ui$Sf&$ 

-&T*':7iJx;^x;i'tbfc:^©3!jP7j<^jS«, i\^^mst^^tXh^X^ii\ it®. 



37 



wo 02/083648 
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A (II) , vd7DDe7.h>j7x-;u3i^7.7>f>;'?7>^'i7A (n) x f-hy^^x 

^> «^J;^t?hU- f er t-:/5'>'l'*:;^7-<>, 2- (y- f e r f -7'5^jU7 ;^ 

;^7i'/) f7xx;k 2- (>?S/^o^^v;U7;d-;^7^y) f7xx;k hu 

v:^j;i/ji<x;uxi5j:DCp - h;^x>;^;^7^^x;^^(Z)fl^i«^^^> itst'<fc 

{cis^^nT^ci/i^i, m7L\t. p^^y-;k x^y-;u^©7;m-;p3^^t^. vx 



38 



wo 02/083648 
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i) 7;U+Jl'U5''>A 




•&«^7 *7 u -;uu 5^'^ At bfc^, 7i^^7^ h 'J 7;u^;i'tsis$-frT3t^'i7mxx 

7;i/^;U'J?C7A<J:UTfi, m^^tn-^^)l^J^ryj^^ s e c-zr^)^^)^^ 
N' . N' -xh^^5^;Px5'U>>f75>, ^^^it^5^;U7*;^7*^5 K^© 

mm\zmM-^tlti\,^-h^. «ajAt^vX5^;Ux-5^;k 5^h5tHD7^>> 
tiL^MTSS. -fb^i^Stt, JKP>®?9i:, 7U-;WN^'r K3tC^^ibtt7'J-;U 




39 



wo 02/083648 



PCT/JP02/0373S 



\zm e>n5 7 u h >j 7;i'+ji^xx©^s&fflM<i: lth, m^ic^ lt 1 jjct^ l 
3^*T'a&S. ^ffit-.-SffliStbTJi, m«i^KA7v"i'A (I i) , Vi7uu 

^» /t^v-^A (0) ^7&«stf6n^. tti^(D{^fflatt> WM\zi^i,xm^%=E 
2- (>^'>^D^^>';P7*X7'r y) hf7x-;k hU7xzi;i/7^x:7.<>^jp 

^§c:t}?>«T#So ^mt^^%tvx\t. Km^mmLts.\i^h<Dx^n\-m\zm. 

, ii) QsSn-Cl rS ^J^.k Pro f 

SL N^Jx^R* i^vzf^)^^ /N-T^^^ 

QaSri |!j2 r2 
10 5 
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wo 02/083648 



PCT/JP02/03735 




7 11 



7.7^^ )Vtiv-f^)>Cr-^^. N--:fn=EX^i/S. KT?yD^7-ii5^;H 1 tLfe^, 



41 



wo 02/083648 
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v?^ h=^^->XrS'>^OX-xJU;S^i«. -^-OTOS^x^^jP, 7-lihxhij;k i^T^ 




7 12 8 



42 



wo 02/083648 
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nz>~y'Oh (0) Wa&tfe)ti5o MiS^o^fflftli. Ii^4fc:^bT*<}i o%^:JU-e 
p^iS'/-;K Xi$7y-;H?©7;i,D-;i,3^^j^, s;x5^;Ux— r;k x 
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wo 02/083648 
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^(D^i^^x^^ju 7-fehxh'j;k v'p^^^jPT.ji/^^^v vp<5";i'3i^;i/A7^ 
T^^umo -ft^^mit^i^ * , 7 u ii^mrs 7 ;i/+;u 'j 5^ a t l 

^^AtL. 7aix;U<J5"'>A^3&tffltif,n, jS^^CJSUTJV, iV, JV N' - 

sh% u^^-t^Aa, 2. 6, G-y^hy^^jvi^^^j'jmamv^i^n^o Aoy 

mm 2\zMLxi^3i\,^L2^mx$>^o mmr^mmtbxi-i., mzm^-^nfs: 
tri**Mx.«g^^A7v"^A (I I) , v?i7□□^fx^'J7xx;^7}^;^:7^>;t^>' 
-^A to , xh^+;^ (h'j7xx;i.jjv;^7^'» n^^j^h. (o) ^*sa5vf6 

44 



wo 02/083648 



PCT/JP02/03735 



75 H, xh^tHP77X z^t^D->. y>JL^U>^Vzi-JVz>^^)VJL-7' 

mm-^m 1 0 
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I) , vd/ODf;^ h'J7xz:;i/:4N7.7^ WN'^v-^A (II) , "rhy^T. ( h U 

y 3L-)vt-7,y ^ » Ayi^^A (0) mi)mfibti^. mm<ommm\t. mm\z 
>, tf^uv>^3?'^2btf^ns,o ^mt^mmtvxit. sjt^i&iasL^cvifc®-?? 

lift h 'J 5^JU-> U ;Mb tt7 ^ 7-:d- 5 \,^\tmx^B IzM^X^ 5 . 7 ^ 
7x:i->ttTtt7';/{kxh^>^5^;i/7>^:X«i7A, yyitTi^m. yyittl^J^A. 

yy^tt-y^Amm^^^n^o mmtbx\t. Kmzm^vfs.\^^mmx^n\m 

n^o ^^iibxa, Km\zm^\^is.\^^nmxhtv,ti^\zm.^-^nm^ii'i, m^\-i. 
v^uu^^y. ^uu-t^)Vh.m(Dj\u^y\t^{\:7mm. p^^y-;k x^y- 
;i/^07;L'3-;i/«»*±tfe>n^. ;Rf£stas«-2 ora&^v^ti^igomsiEM 

(I I), vi^ontf;^ KU7xx;i/5jx:;^7'f wi^i^-i^Am), 

T-h7=^7. (h'j7xx;i.3j^7.7-< » A-^vC7A (0) l|*i$)^f 6.n^, Mit© 
^sgfflga, l^i^{I^=fLT*tJl 0%^;l/T*S. if^gfC/^i^UT, Mi«i[5lfi/j:l.iL2 
i&MO^M. «»JA«J;5<b^ (I) . NU7xx;i/7}x7.7>r>^$rJP;^§c:i:*^ 
TtS. ^fflT^lgStLTtt, J|^Fl3!6)£$n7a:Vi*<«ajx.«h'Jx^;U75X 

46 



wo 02/083648 



PCT/JP02/03735 




17 



{b'&tl (I) 7XU>1 6i:7'J-;Ui?^aU 7'J-x;U-i7 77 h 

^7 hSJ^0;W7>KtLT&> m^\Wt7)lS.-^A (I I I) > -i^^bx^" 



47 



wo 02/083648 



PCT/JP02/03735 



^ntum^-^Mc K!:Bmmthx\t. jl^^-jv^otji 
tt, m(^-nnT\zmm (II) ^sj&sii*c:t-x?^j5g$n?). K^'^mthx 




(l)-a 



{t'^m (I) -att, :t;i/h-AayV7;i/:tn^>-tr>l 8<&U5''^7A7U- 
;^<i:L, 7U-;i/7;u7^t H^i5;S$-&sc:i:(;i;07;m-;n 9tu mibb 

y-;i/2 2i:U, ;^;1'7}^>®E2 3{CiD7j<:^i-^L/s 7S K^bl-^CliT'iiiil-SCli: 

h- AD^y y)V-^u^y-^y i 8 ^ U5^';7A7 u -Ji/'^tisg|-rs7;u 

48 



wo 02/083648 



PCT/JPD2/03735 



m\Z^m-^tLf3il^t}i. «»Jx.«-:^X5";UX-x;k xh^tKP7^>, v:t^rlJ-X 

^•e'jv^>^#. N-p^5";^^:;^7}^'J>-N-:t^->h^ ^m^nAmmmm 

xhU;k >?^5^;U7,;1/7}n4^vH, -y:^^)V^)VA7S.\^m^$,^f>bn^c Rit-U 

^ztf)^xt. i^mt^:^y-)v. y-)i^(D7)i:2-jv^mm. ^©ftuj-t 

h>, xh^t Ko7^>^7:>^±tf ens. s^stasti, 

giEiasT$i5. 7)Vy'\^\^<Dti}\^t^>m^(DmimtLx\t. m^itz^3->xu. 

\zmt7)\^^}\^tKJt--^'^^f)\ -J7V;f^^>t!^!t-^^^^txm^X't^o m 



49 



wo 02/083648 



PCT/JP02/03735 



-x5";u- 3 - ( 3 -v>^5';i/75 y AjUTi^v^-r 5 H • mmuw&^i 

18 24 19 



50 



wo 02/083648 



PCT/JP02/0373S 



u:t<J5"C7A7'j-;i'C)*;i^5;Wb^JtL/Ttt, MA«i?^5^;i/j}^;i'A75 h\ n 

7;uxt h*2 4{cRi6$it-§^jg7U-;i/^fct*^«Aoyy7'j-M*, m 
fs.if^mmi;$>n\m\zwi'^-^nf3i\^^ifi. ^iij;i«i?x5";i/x-x;K 7^h^hh*D7 

i)7;!/=^^;PU5"'>A 

or jpi9j (R "p 

R 

25 26 tZ 

(r19) H ^"^^P 

"28 23 

75 K^T'J5^'^A7'J-;^<i:L^ 7 U-;U7;i/xt: ^'^S^£^$■&^^:<^: {Ci 0 7 

;i/D-Jl/2 6 tL. mitLX^hy2 7 tbftmiz. t H7v>T-r>:$^y-;u2 



51 



wo 02/083648 
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')^0A2. 2, 6, 6-xh^;>^5^;i/e^Uv'H«?j5^fflVi^nS. 

^©te^>-tfx hji/x>^;&^$fsbti. K;£?as^i^ -7 8'CjS:tib^ia-e 

<7)x h ^jjumuTii^mii. m^fctt7;u* u «:fflViT^fig$tis, mtLx\mm. 

^ymmm-fy^^^i^ti^o mm^xhRmx-^^ti^ mm^m^^^m^^thx^t. 




'fb'&^l (I) -btt, Siii:>&ffil 2tf^ii$nfcx;^7-;^2 2® lfi<£^g|bT 



52 



wo 02/083648 
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>3 1 tVtzmz. l/7Jit^mZ2. *;i/7}?>i?3 S'vt^mL^ 7Sl^{k-rs 

-h;!/x>;^;i/7}N-;uScD^Aa> :SS©#&T> x:^x;i/2 2 tv^- tert- 

>, i^ao7|>;i/A^©AO-Jr*>«{b7K^m, ^0«&fc!'J>'>, S^mx5=-;k 7-fe 

hxhU;K i^p^^'Jl/T^JV^^^vh*. v?^.5^JVii^Jl/A75. H^Ti^felf e.n-Bo SfS 

5^;U7jt;i/A75 K^***tf ens. S^&Mmi, - 2 O'C^Vib^iiOjSSiEiaS-C 

-€-0fi&^>-tfx h;i/x>^*5fefrf ens. i^]t^um\t. -2ot: 



53 



wo 02/083648 PCT/JPD2/0373S 



\t. ^\zm^-^nif3i^^i)i. b'jx5"ji/75x 4-s^p^5";i'7sy truv'x tk^ 

S>7>'fb*'J'^7A<£SfS$-&SC:<!:Tf#6n§o Si^^i^^t bTti> Rjs^izm^v 

•fs.^^m-^&nm^zm^^nui^^f}^. myOiH^^ xiS'y-;i/^®7;i/3 
5, *;U7j^>m3 3©75 H<t:$, Sijg:;^^! 2{c:3pi;TfT'5c:fc, -fb-^t) (i) 




54 



wo 02/083648 
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^t^m 3 0 tt, isji;^^ 1 2 rmm-^ntz i fi*^it^^0x7.x;u 2 2 ^^stcu 

fc^t, Ifi^^^S-r-Sdi-e^foMiiT^^o x;^T-JU2 2(^^5c<&, M^fel 

atjj^^fe 1 7 




(l)-c 



1^3 5<i:b^ Wi t t i gKC^TX7.x;^3 6 tLfe^, :^7;U/f^ >m 3 7 'vi: 
ter t-:/h^vH. *SS{b^>i^;i'h'J^5";i/7>^:X':7A^;d«abtf e>n-5. 



55 
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56 
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39 




Pro (R")p 



40 



Pro (R^% 



N. T ► 




42 





wsH, ^mmm^^iE>n. jej^(rj$;i;T2. 2' -7Vi^'ryype;i/y5"d 



wo 02/083648 



PCT/JP02/0373S 



^So#ftT. ^b^i^ 4 0ti7nuhO 7 xx;i/pc >€:SJ5S$ t J; 0 ^ 
^©x-7-;i/?SM-^, ^®^K^x5";u, 7-fehrii>ij;k >'^5^;1'X;uj}x:^j^ 

SftT^S. -tefflT^fefeji^iLTt*. MAJiS^MA7$?'^A (I I) , -Jt>uu\i 
;^hiJ7x-;i'jJ^x:?^>/"^7i?'^A (n) . r-h^+x (h'J7xx;i/3jN;^7w' 
» /t^i^-^A (0) ^T^ifetfens. M^s^^c:^uTi^5%t;^ 

t-:/5^;U3t:X7^>. 2- (v'- f e r t-y9^;i/7;*-;:^7^ y) t'7xx;k 
2- (>>5^i7D'\+v';U7;t;^7^ y) k*7xx;k hU7xX;l/3ixX7^ 

A, ^SS^UC/A^ i^iS-kvC^A, 7y^b;^U'7A^;5«±^f&n^. -l^fflT-S^Ji 

>:j/ijn-;i/-:^p<5";ux-x;K h;ux>^;5«^tf eti^o s^r^^as^i^ 



58 



wo 02/083648 
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m (I I) MTuoMtLTti. m^\ty^^ jL^y-jum<D7)izi-jujpi 
y-;K ■&7Kx:S'/-;u^o7;i'3-;i/?^^ii75?8^SLVi, m<om^W,t. mmz 

;i/-3- (3->?/5";i/75y:/otr;w ;^;V3i^5?'f s H, i-x^;v-3- (3 

Tl-k Ha^v^>yhU7V*-;k iV-t KD^v7«i:7v><^ K^^^jnT 
7^>^©x-xji'3^^j|, ■^®fa6^®?x5^;k $^^5";i/j^;i/A75 K, h;i/x> 

'j>4 3 075 hMbtt, m:^(o-^^y\zm^u^^ H^^fS^'-frsjitT'b^^^ 
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wo 02/083648 



PCT/JP02/03735 



:zjvm(DWL^^<Dm^\t. m^\zj:K>^^izm^-^ni>o mmtLx\tmzm^^ 
K}t^\zm^Lf3:\^^mmx$>n\tmzm^^ni3ii,^f}^. m^\i. ^f-^y-ji. x^y 

-}Vm<D7 )Vu-)mmm. vX9';1/X-x;K ■rh-7bHn7^X 'J:i-^D->. 




i5mi%\z^^xnmm\^x\t^mA5tLitmz. mwom ^om^n^m^^^ 
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7- u > 4 5 tt, mm:^m 1 9 Tisigsnfc i mmumo- h o^j^ 4 o tcxx 

Tlfj:ViL3^MT-a&^. •^ffl1-SMiitbT«, 0OA(fi^i?/t^e^OA (I I) , 
Vi7nn\f7,h^)y3i~)V:^7.y^>Ay-J^A (II) , -rh^^:^ (HiJ7x- 

/i^>":7A (o) ^d«*tfe.ns, M/Kro^^fi^, Hi^t^sfLx 

i^^:frfe2 2 

H (R^% Pro (R^^)p 



ik^tl4 2 tt, ^3^;^^ 2 1 Tii3g$nfc{b^t)4 6 {C, 1 9 {3ipi;T 




61 



wo 02/083648 
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Mi^lfsm 3 



Pro 




Pro 

► 





N- 7;i/^;U75 H 4 7 OflK^^^. M:*rS 1 9 fc2^i;TtT-5 tT-ib-s-ti ( I ) 



ifi:^fe2 4 

19. 



Pro 7.Jl/7*> 
y 7S K{b 



Pro 






43 

W^'^m (I) -gJJ, 9TSiii$nfc7-'J>4 3Sr7.;U7}^>75 H 

4 8tbfc^, ffiJ«m-r^c:«hTiliiT#-5, 7-'J>4 3©;^^;^Ji^>7a 

{cgS^$n;5:Vi7&«, hUxf^;i/7S>, 4->?/5";i/75y tf'J v'X i^if;^ 'J^7 

{C^UTl. Itih^X^l. 5SM-eS-5. Sf&^l^tbT^, SJlSi^lfiSbTiViig 



62 



wo 02/083648 



PCT/JP02/03735 



■?-o^»i^x5^;k 7-feh-h'J;k v^/5^;u7.;i/*j=^r'> i>\ hji^xv, v'^^'ju 
a[i§:&fe2 5 







i[ii:^^2 6 

Pro 

o ► n' 

n-s-q" 

H l> 

" o 

<b^it^ (I) -hK. S[ii:&^2 4TMjg$nfc;;;Pjr;>7S K4 8^&, 7;i/:^ 

^cDx-x;u5S^l»^ •5-0ft&vf^5";u3K;uA7S h\ i?p^5";i'XJi/7}^=^->H. V)v 

75 H4 9©flJiiS®^, Mii^&ffil StCpUTffaniiT^b^i^ (I) -h75«M 

mm:^m2 7 
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(R")p 



54 6' 



6' 



Pro (R")p 





it^m (I) - i tt-f >:$^y-;i/ 5 0 Wt^&l 9{3^i;T/\a^r*>{b, 

X;i/7}x>7S H5 4i:Lfcm, i^>l^;t7«;/:/'J >i^T{b^tJ5 5 E^^^ffif 

7U-;i'iKa>i!t<7)l$*;^«;/y'J>i^S:, 9 tC^PUTtf "5 iltT^b^ 



64 



wo 02/083648 
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tl (I) - iifimTBT^i. 
^ii:^a2 8 




3 1^7S^bMfcL/, M7CUT75>5 7 tbfc^', flKiiS^UT^b^tl 5 8 i:U T 

TJVD-Jl^Jf^mt^. i?X5^;i/X-x;k xh^tK07^>, >':t=^1i->, 5^^^ h 
75 K^*«*frf etlS. SJESM«, -2 oti^Vib^^oaSilS^TfeSo 

□:lN;VA^cDAay>5^^iS, 7'h7tHP7^>, v?x5^;wx-7-;i/^©x-x 

't(DmmmjL^)v. i>:^^)v-it^)VA75. H, h;px>^*<*vf ens, 
it-t^B Btmmx^. -fb-&#i5 8©7s hMb<&. m7t:^mi 9 0t^^M^mi^^tz 



65 



wo 02/083648 



PCT/JP02/03735 



(I) -j7b«SiiTt5. 




mcx. =:Slt;7;i/5:iC7A. H7«;/W^73g, m\:n;WY. ^^--^.ytDVm 
^m:)5m 0 

Pro (R^% . , Pro (R^^p 




I^ma)J\u^y^mm. xh7tHD7^>, i/X5^jUX-7^JU^(7)X— rjl/« 

li, ^of6i^^x5^;k >?pi^;i/3j^;i/A75 vpi5';i';^;u>J^^vh\ hjux> 



66 



wo 02/083648 
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^$n35:Vi*^ «a|^«7|c^^k:^ h 'J -^A, ^SgjijU'i/A, ^'J^zA- t e r t-zT 

TfT"5»T{k^i^ (I) - 1 i&S!ifiT#5. 
i!{ii:^&3 2 

Pro (R'^p R^'-OH Pro (R'')p „ ("'"^P 

^-^^Avs/Ovpla '^^■^■^^i^A^Ovpla 
30 §1 (|)-m 

MTt^o {k^ifeeia, 7;i/^-;i/3 0 t7'J-;i^7;u=i-;w^, #i|;t«hU 
7xx;i/7j^7>:7^ >^x5=-;u7'/v;^7;i/4<4^->u-h7'j:v^Lv-<y7^oe;i'7 
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□y>^i^^b7K3Sl^Ji. xh^tHD77>, i^x5^;i/X-xJk i^yir^i^>m<D 

:iL-7-)m^U. -^(DWi^x^jk v^5^;u7ixji/A7$ h\ h;i/x>«|j&t$,tf 



mm:^m3 3 




^nu:^)VAm<D/\ny>^mm> xh^kh'n7^X S^x5^;ux-x;i'^©x 
Mii:frfe3 4 



Pro 



N 





,19, 



(l)-0 
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mi^-^mm. ^<DmmjL=^)v. 7-thxhujK s^;^5^;ux;u7K^^h\ -J:^^ 




7;U:tP^>-tf>6 5$:'J^'>A7U-;U'\t«-r-5'J5^'i'A75 HtLT 
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^^mtLX\t. v7>-fkMi&, V 7 Mb 'J 5^ ^7 A, ">7>'fb± h U "^A, i>7> 

v'p^f';U*;UA75 N-^5";UbfDU 7'ntr:t>:ih'j;k 7-lihr:h 
U;U^*«»SLVi, S/^;SS«8 0"C7&^e)l 5 O^0fSS7&S»SHri, Sfc, 5/7 
>itmtit^m&7 ^i??i^^)U-^)lA7S. K^iV-p^5^;HfD<J H>;^fo^jK 

Sg ?§ ; ^^3 6 

r 'll H2N-NH2.H2O N^Wn 2)C02 N.^/C 

— - ^fK 

^ " 68 23 

8 i£ U5"'^A7 U -;P^t^^T-57;U=^;UU "^^L. tLX\t. m7L\tn - zr^^)^ 
U^^-^^A, s e c-7'5";UU5^>i7A, t e r t-:/5";i''J 5"':7A, 7x-;U'J5^':7 
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mzWi^^ntii^^i)^. ^iJAtfv'X^'^x-x;^ xh^b:h'D7^>, i^^^D-y. 




3©l^?:fiiliTS^t(lJ;0^t:^tF6 9 tL;5:^, Cu r t i u sSi^m:0* 

1 1 5 llipUTfr z>Z.t\Z^K). it^m 6 9 t&^MtST 

-fk^tie 9®Cu r t i u s^mt. m^\t'Jy3L-)ly^X7:t*))V7i^ 
F<h h U X5^;i/75 >^ i^-i V^D tf;i'X5^;i/75 >^®75 >$ffl V^T-T V'>7 
^■"-htLf^mz7JVu-)Vt&Jt^■^'fi:^i}\ ^^z.)Vi7ny-( :^^^^)}Vi? 

^ter t-zr^ y-)vuEtmz^^L\^^. mmthx\t. Km\zm^Li3.\>^m 
^x-^n\s.9^\zm.'^-^fifx.\r^i)\ mx\t. h;uxx ^>-tfx xh^th*D77 
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T*ntJ!^{c:lS^$n7a:ii7&«. ««JA«, i;^D0 7^^>, ^□□*:;UA^©ADy 
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^^:^&s 9 




bx\t. -m\z0^W'^^t)ipimxih^z.t. mi<oum^m^mi^x^mx^i 
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■ox^mzm^-r^^t^^r^^, 7^)-}\^:^n>m\tTMim\zmmt^o imtL 

v-^A (II) , xh^^X (h'j7x-;Ui}^X7^» /'^^v'-i^A (0) ^7!>i^tf 
2- (.V- t e r t-:f=^)Vy:^7.y^ J) lf7xx;k 2- (S^i/i^O^ 

^->;U7*X7>ry) fcr7x-;k h'j7x-;ujiN7>7^>^$jnA§c:t*<T# 

^i.uim!^x\ ^^-Dmmto^miWvi^x-^^^mx&mmizm^-^nti.^^ 

mmt^uf3ii^Lmu(OMmumx'3o^, i^^mi z(D-hu^^mft^:^^t 
Lx\t. mx\tmm (id m^t. ^-mtTy^-^KMjtmtiim^'^^n^o 
(II) m7t(Dm%tLx\t. m7L\t:^^ x^y-;u^®7;uD- 

■tTK^iS'y-ju, -&7Xx:?>-;i/^®7;m-;i/^^jSE*«»SLVi. gfe®^^ 

^=fLSSTl 0%~2 0%T$§, S/^^iaSM#^ji(©3icSirS^T^^o 7x'J 
l-x5";i/-3- (3->';>C5^;|/75yyolf;U) 1 -x^;P- 
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Mii^a4 0 
N^^/ 75 hMb 





NH2 



^b^i^ (I) -g«, ®iji:^^3 9T#e>n^7:zU>7 4*7.;U3i^>75 H7 
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(I) *«7>J bT#e)nS4i^, WIB©fb^ife (I) *«J^*3ct 

<%^m^w. tLwm'^w. ^) «^yA«^^^, 

mmm. y:^^m^. h^)yji:tumm.m. mx^^, 

:^^m\z-^^i}^^mm^ ( I ) x^fo^Mit'^^'h t < \t^(Dm^^tc\t^ni^<D 
7jcfn#)«, mm^n^:^m\zj:^mMi\:t^ztt)^^mx. itf^vi^^MmtLxit 
mi mM> mmm. mmu wmmu ti-f-tm. ynyz^m. ha-^n. 
fijAS'j, ^^j, ^i^^j. mmu im'sm. .^^mm. i^^m. ^:^m. /^yfm. 
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Kxi/;!/. S U X5">®?'1' Vr/a e;U^0x;^x;U?* ; (4)-li h;^7"7 'J 
)V7)Vn-)V. ^^::.)]/7}Vu-}\,m<7>i8,m')Vn-}V i (5)->'J □ >mm : (6)v'J 

-kU>flii»Kx7.x;k >}?'J*^'>x5"i/>y;nii$'>Mi?xxx;k tJ^u^^-^ 

,j T-^©^®^i^?fiJ ; (8)k H □^'>x5";Hi;i'D-;^, tJ? ij u ;?7;uj}? 

DiKMtuTS, mxmM. n->:^^-^. &m> :f}'^m. v>xh- 

•J h*x;U7;i/D-;k tJ^u ex;i/x-T-;k p<5^;u-fe;uo-7., xg^;i/-fe;i/D-7«, 

7^h*73*A, hyiS>h. ^y:Lvvi7. t ^*□^v'7'□tf;l/•t;^□- 

ii-;k S/'J;t7, JSMm ^.•5)«fi?r!ltLT«is^p°Bl3^Jp-rsc:t7&«l^pF 
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TJ^'&^j, ^^^j, ^itR?pj, m^n. 'mmm\ts.E^%7i.tc^. ^^mz^r^mi 

Mx5^;k VJI/t'>®^, 7xy-;U. :J7na^l/y-;H|;6s*^f e.n 

^Tsm. %^7)v::^-)m. mmmm. u>j!gsm, 7 

timi^fi^ 'j^^m\zm\:'. pHi^g^j, tm\m. ^v-vn. vsmmi 
mntii^^mm-r^z.tf)^xt^. i^^^miztii^cx^itmmi^m^^t 
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m^j{::^-r^^sttM> mm<Dmi^f^mm. m^zit^cx^fs.^^^. m^. 

^AOJi^ttl Ha&fcOMPfi:-^Ti^3 0Mg^5:^iLl 0 0 Omg, i(f^t<J±l 
0 0 tigfii^^LB 0 Omg, Se.{3j!f^L/<«l 0 0 Mg^CViLl 0 Omg$> a 
*fS-^7fiis?}l;feViL3 0 0 0 Mg/kg, Sf^L<«3;^ViLl 0 0 OMg/kg 

;6^^^b^tl (I) Sfc«^(7):^«. c-Jun7^y^^V>mmm (JNK) , 
H^©® ffl (l-^ *n-5 © T 5 , 

I - 1 - a 

4-7;i/^n-3- [ (3-7Jl^;j-a7x:i;i/) (bKa=^-» ^>^y- 
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07'7>2 O.Ommiaem. 5 6M n-:^5';i/U5^'^A(Z)^+-y->^?^7 6. 
i^^i>'J;^;y;u*^Ai>nThy^7^-(Mx5';U: H;i/X>=3 : 9 7~1 : 

b , mL\'c^m 1 2 . 7 g t urttfe. • 

»H-NMR (400 MHz, DMSO-Dg) a 5.97 (IH, d, J = 4.4 Hz), 6.40 (IH, d, J = 4.4 
Hz), 7.09 (IH, td, J = 8.4, 2.8 Hz), 7.17 (IH, d, J = 8.0 Hz), 7.21 (IH, d. J = 10.0 
Hz). 7.33-7.44 (2H. m), 7.86 (IH, m), 8.04 (IH, dd,J = 2.0, 6.8 Hz). 

wm\ I - 1 - b 

3- (3-7;P:ta7xx;i/) -1 jf-5--r>^\/-;U:^;U/Kxh'jji/ 

4-7;i/:tP-3- [ (3-7;i/:tD7xx;i/) (th-D^-» :^J-)V\ ^y^J 
xhUJH 2. 5 g©lg{b;*5^U>2 0 Oml^lKtcS'tttem{k;T>^>4 3. 

sg^jDA. ^^STiGi^iB!, Sf>i3 3 5t:T-9itM#tfc^, -^c^yi^y 

XS:^^ J'-)^2'om \ L . t K ^ >-7jc?Ptl 12ml ^JP;t^jaT- 7 PtF^I 

^mmrszwrn^. wm^^mi i. 6g^^fiisatuTt#fe. 

^H-NMR (400 MHz, DMSO-Dg) 5 7.30 (IH, td, J = 8.0, 2.8 Hz), 7.58 (IH, td, J 
= 8.0, 6.4 Hz), 7.75 (IH, dd, J = 8.8, 1.6 Hz), 7.79 (IH, d, J = 8.8 Hz), 7.83 (IH, dd, 
J = 10.4, 2.8 Hz), 7.93 (IH, d, J = 8.0 Hz), 8.78 (IH, s), 13.88 (IH, s). 
I - 1 - c 

3- (3-7;i/:ta7xx;i/) -i/j-5— f >^'/-;u:fa;UA}^>Sg 
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3- {3-y)\^^uyai~)i') -1//-5— r>^i/-;u*ji/jf^-hu;n 0. 

0 gUJKi^ms OmK 7j<l 5mK 2m 1 ^mMW^. 1 1 O'CT'6. 

smnWLTco n}^'^. KfL-mzikyi^l 5 0ml ^tU^. ^mLTc^^^mMV 

^H-NMR (400 MHz, DMSO-Ds) 6 7.28 (IH, dt, J = 2.8, 10.1 Hz), 7.61 (IH, dt. 
J = 6.2, 8.2 Hz), 7.67 (IH, d, J = 8.8 Hz), 7.72 (IH, ddd, J = 1.5, 2.8. 10.1 Hz), 7.82 
(IH, d. J= 8.2 Hz), 7.97 (IH, d, J = 8.8 Hz), 8.63 (IH, s), 12.80-12.95 (IH, bs), 
13.67 (IH, s) 

I - 2 - a 

3- (3-y}Vytnyji-}[^) -iH-7--r>y'/~;i/^;i/feh'J;i^ 

•H-NMR (400 MHz, DMSO-Ds) 5 7.30 (IH, td. J = 8.0, 2.4 Hz), 7.40 (IH, t. J = 
8.0 Hz), 7.60 (IH, td, J = 8.0. 6.8 Hz), 7.77 (IH, d, J = 10.0 Hz), 7.87 (IH, d, J = 8.0 
Hz), 8.02 (IH. d. J = 8.0 Hz), 8.49 (IH, d, J = 8.0 Hz), 14.32 (IH, s). 

umm I - 2 - b 

3- (S-yjl^yj-uyyj-jl^) -lH-7 -'i >y'J-)Vt!}V^sym 

MWI - l-c<Z):&ffil32fli;T, 3- {Z-y)V:tny:L-)V) -lH-7- 
^ y^'/-)\^:^}V^=.h^) )V5 9 3mg*^e.TO<b^#l6 3 7mgS:||fe{gSt 

»H-NMR (400 MHz, DMSO-Ds) <5 7.28 (IH, td, J = 8.0, 2.8Hz), 7.36 (IH, dd, J 
= 7.2, 8.0 Hz), 7.60 (IH, td, J = 8.0, 6.8 Hz), 7.76 (IH, dd, J = 10.0, 2.8 Hz), 7.87 
(IH. d, J = 8.0 Hz), 8.05 (IH, d, J = 8.0 Hz). 8.39 (IH, d, J = 8.0 Hz). 13.40 (IH, s), 
13.43 (IH, s). 

mmi I - 3 - a 

3-7;U:tP-2- (1. 1. 1- m^^;VviJJU) ^>V-h'J>'l/ 
^hHP7^>l 0 0ml JgiKJdl. 5 9M n -:^^JU'J ^^-^^ A0^^U->i§lfie 
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3 3m I &lnA. mmiJ2 S^mmWLIto -7BX:\Z^m^. 3-y)V:tnK> 

mnbtz'^. ^□□hU^5";i^v7>l 2. 7ml^?gTLfCo fil^TmMJti^ 
^, tSlQm^b7>^-'^A7K$:JP;l, ^j^Sr@5feUfc. ^*Wi^X5^;H 3 Om 

1 ^nax. Tic, gafp:t^7jcT«i;^i5fem *s*5S®!Ti^^^v-i7ATl£igLfc, 

>H-NMR (400 MHz, CDCI3) (5 0.48 (9H, s), 7.21 (IH, ddd, J = 1.2, 8.4, 9.2 Hz), 
7.42 (IH. ddd, J = 5.6, 7.6, 8.4 Hz), 7.50 (IH, dd, J = 1.2, 7.6 Hz). 
Mt^M I - 3 - b 

3-7Jt^:j-n-4- C (3-y)V^ny:LZL}V) (bKD^r-» ;><^JU] -2 - (1. 

1. 1 - mp<^;i/'>'j;u) ^ u;v 
^mnm^T. ^?^T{c2. 2, 6. 6-xh^p^5";i'tf^>j>^>i. eig© 

mi. omi^uiA, iBitaTiB#rBiii#ufe. -7 8x:\z^^w^. 

2- (1. 1, 1- h'jp^5';W'>u;i') '^>y-h'j;i'2. og®xh^bHP7 

xh K 1 . 10ml ^MTLfc. I^MT 1 I^^IM^^. mm 1 . 5ml *iD;l, 
i7U^hifyy^- (i^mx5^;i/ : A^-tJ->= 1 : 9) TmSfi^MSIL, ^t&it^^ 

^H-NMR(400MHz,DMSO-D6) 5 0.40 (9H, s), 5.97 (IH, d, J = 4.0Hz). 6.35 
(IH, d, J = 4.0 Hz). 7.08 (IH, td, J = 8.0. 2.8 Hz), 7.15 (IH. d, J = 8.0 Hz), 7.17 (IH. 
dd, J = 8.0, 2.8 Hz), 7.37 (IH, td, J = 8.0,6.0 Hz), 7.72 (IH, d, J = 8.0 Hz), 7.76 
(lH,t, J = 8.0Hz). 
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mi^m I - 3 - c 

3- (3-7;U:tP7x-;i^) - I H- 6 >yV-)\^t)}U^-h^nV 
3-7;U;tO-4- [ (3-7;i/:tP7x-;U) (A< KP^i^) /-^Jl] -2 

- (1. 1, 1- h'jp^5^;uv'j;i') ^>V^h>j;n. a 5 g©:S<bp<5"w>3 

Oml^SKH«'ti^fc:-i!{kv>;y>4. 5g«:lraA. ^iSTS BKift*^U/S:^, H 

5m 1 *J;t;pt^y-;U5m 1 llJt^L. k K^i^>— tKSi^II . 0ml ^InA^ 
iSTlHra^Lfc. Sf&jSfC7j<^iP^, I^^Xf^jUTttmL/i. 7j<. 

^)V: V)VJL>=1 : 9) TMM^^ItlL, M<b-&i|^3 Omg$Slfeiga<i:bTt# 
fc. 

'H-NMR (400 MHz. DMSO-De) 6 7.29 (IH, td, J = 8.0, 2.8 Hz), 7.54 (IH, dd, J 
= 8.4, 1.2 Hz), 7.59 (IH, td, J = 8.0, 6.4 Hz), 7.77 (IH, dd, J = 10.4, 2.8 Hz). 7.86 
(IH, d, J = 8.0 Hz), 8.26 (IH, s), 8.31 (lH,d,J = 8.4 Hz), 13.96 (IH. s). 
I - 3 - d 

3- (3-7;W:tP7xXJl^) - \ H- & y'S^V-}Vt!}Vf^ym 

3- (3-7;P^P7xx;U) -lH-%-^>yV-)VtS)]/-i^^-=.h^))V^2m 
gt'*it^lm 1 > 7K0. 5mK iSMO. Aml^WAlMTL. llOrTSBt 

tl 9 4 m g lljnJcfeiSa t LT#;t, 

^H-NMR (400 MHz, DMSO-Dg) 5 7.27 (IH, td, J = 8.4, 2.4 Hz), 7.59 (IH, td, J 
= 8.0, 6.4 Hz), 7.74-7.81 (2H, m), 7.88 (IH, d. J = 8.0 Hz), 8.19 (IH, s), 8.65 (IH, s), 
8.20 (IH, d, J = 9.6 Hz), 13.14 (IH, s), 13.71 (IH, s). 
I - 4 - a 

rs- {'J:^h^'^:f^^)V) -2-7JU:j-P7xx;V] (3 -7;U:^P 7xx;U) 
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3-:/0^:-4-7;i/:tO^>X7;Uxt H2 1. 6 g^:t>ll/h!!iM/5^;U5 0 

m 1 p^rJ'Z-jus om 1 (j^m,^^mzum\^. p- h;i/x>7>;i/>j^>mi7jc?n#io. 

MJET@*b, 3-:/P^:-4-7;|/:tP^>X7;i/xt Hi^p<5^Jl/7-fe^-;i/2' 
4. 3 g$:ilfe?ftt>t2KltbT^fc, cnSrlJli^xh^t H077>1 SOmUC^ 
g^#H^T- 7 8^{;?^^L, n-:/5";i/U5"C7A (2. 5M^4^-tt->jg 
JS) 5 9ml^l)D^fc, 3 0^M«i^> 3 -7;i/:tP^>X7;i/x t K 1 2 . 7m 

T@*U vU:^y;i/*^Ai5'DThi/^7-<- (i^mx5^;w : ^^rlJ->= 1 : 1 
5) -^^^"ffrnx^. ;^SB^k^tf2 4. 3g$^^fe?6t«tifeltbTf#fc. 

'H-NMR (400 MHz, DMSO-de) 5 3.20 (3H, s), 3.31 (3H, s), 5.36 (IH, s), 5.93 
(IH, d, J = 4.4 Hz),6.19 (IH, d, J = 4.4 Hz), 7.00-7.07 (IH, m), 7.07-7.15 (3H. m), 
7.25-7.30 (IH, m), 7.30-7.38(lH, m), 7.56 (IH, dd, J = 2.8, 7.4 Hz) 

mm I - 4 - b 

[5- (vp^ h+vp(5^;u) -2-7;u^a7x-;i/] (3 -7;^^□7x-;^) 

^^y-JU2 4. 3g, h Ux5^;i/75>2 7. 6in 1 ^vi:7 0 0p(^>8 Om 1 
v'^5';UX;U7j^=^>' H 8 Cm 1 ^TTHlSMII • tfUi? 

>^#:2 6 . 3 g ©>?p(5";ux;u7jK+$^ F 3 Om 1 ommmMTLW^-^ 1 ^™ 

J^L^c. S*SSKl37jc<&jDAi^g?X5^Jl.T2I5iatBU, W^li*7jct?tJfe^^> ilTlcfiS 
7^- (MX5^;i/ : A+-y->= 1 : 1 5) lilB^b^tll 8. 7 g 

'H-NMR (400 MHz, DMSO-d^) 6 3.25 (6H, s), 5.45 (IH, s), 7.40 (IH, dd, J = 8.8, 



84 



wo 02/083648 



PCT/JP02/0373S 



10.5 Hz), 7.51-7.63 (5H, m), 7.63-7.69 (IH, m) 

mmm i - 4 - c 

D^^>2 omi ki^j^L, -mt'^yiJy^ gSrinj^^ST-g^SI^LyS:. S 

saw I - 4 - d 

A:-y)Viru-z- (3 -7;i/^a^ ^>'/x-h 

;<^yyi8. 7 g$7^h^hHD7^>l 0 0ml IC^^L, 5 N:^i! 5m 1 i& 

j^*MffiTS*L, 4-7;U:to-3- (3-7;U:j-a^>V^JI/) ^>X7;Ux 
tK15. 8 g<&^lfi?ft^tli:LT#fco Clc^^b^Jfell 3. 8 g $>'^5^;U7>;i/3j^ 
+ i>K5 Cm 1 (C^jSL. ^}^Trm.1&mmi-h^J^Al 5. 2 g(D50ml7j<?§ 

7'Ptf;i/x-x;i/Ti£iab, 4-7;u*D-3- (3-7;u:to'^>V'r;u) 

#mi2. 9 g$4ifi@«i:tbT^fc. dO^k'&tlll. Ig&N. N->?^5";U 
*;i/A75 K5 0ml ^m^U-t^AS. 8 g, j^{b;<5^;U2. 9ml^ 

tw^x^i^Ti 2mmmwLrz, Kjtmz7ic^i]n^mm:ji^)ix2mi^tiiL. mm 
^iH^k^ti 1 1 . 5 g ^mf^mv^i^t Lxmtzo 

'H-NMR (400 MHz, CDCI3) 5 3.93 (3H, s), 7.25 (IE, t, J = 9.2 Hz), 7.32 (IH, 
ddt, J = 1.2, 2.7, 8.0 Hz), 7.46 (IH. dt, J = 5.3, 8.0 Hz), 7.50-7.59 (2H, m), 8.21- 
7.26 (2H, m) 

mi^m I - 4 - e 
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3- (3 -7JI/^07x-Jl/) - 1 H- 5 >yV-)\^t))V:^df.^yU- 



4-7;U:to-3- (3-7;l/:ta^>V<;i/) ^>\/X-M 1. 5 

iH-NMR (400 MHz, CDCI3) (5 3.96 (3H, s), 7.16 (IH, t, J = 8.3 Hz), 7.48-7.55 
(2H, m), 7.70 (IH, d, J = 10.0 Hz), 7.79 (IH, d, J = 8.8 Hz), 8.12 (IH, d, J = 8.8 Hz), 
8.77 (IH, s) 

3- (3-7;U:tP7x-;i/) - 1 H- 5-^>:yV— ;|/^)1/a|^>^ 

3- (3-7;i':tD7x-;i/) - 1 /f- 5 — r >i$^v-;i/;^;u7}^+vi/ 
- h 2 . 7 g SrMM I - 5 - b (cSe ti, W^WL^m 2 . 1 g ^Mfi©* i: L/T# 

'H-NMR«. MM I - 1 - c O{b^«^0-E-ni:-i5:Lfc. 

mtm I - 5 - a 

3- (2-7;u^a7xx;i/) -\H-^-^y'^'J—)\/%)\/it^^i/V~ 

Jl 

M^«J I - 4 - a T'MLfc 3 -ya^- 4 -7;i/:to^>X7;Uxt Hi^^ 
^)U7±^-)[^3. 7 gi:2-7;i/:ta^>X7;i/xtHl. 7 Sm 1 ^tti^Mi^ 
t LT> ±i!l!©Mig«9J I - 4 - a . c ~ e ttJ^Vi^te^b^tl 1 . 9 g ^iEfi!K^*<h 

»H-NMR (400 MHz, CDCI3) <5 3.95 (3H, s), 7.26-7.32 (IH, m), 7.32 (IH, dt, J = 
1.7, 7.4 Hz), 7.44-7.51 (IH, m), 7.53 (IH, d, J = 8.7 Hz), 7.82 (IH. dt, J = 1.7, 7.4 
Hz). 8.13 (IH. dd. J = 1.6. 8.7 Hz), 8.64(lH, bs) 
Signal I - 5 - b 
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3- (2-7;u;to7x-;u) - 1 i/- 5 -<>^V-;i/;i5j;i/7}f+vu 

-M. 6 g$:p^^y-;i/-xh7hHa77> (1 : 1) ^g^MlSmKl^ 

^H-N3V[R (400 MHz, DMSO-dg) 5 7.38 (IH, dt, J = 1.2, 7.5 Hz), 7.43 (IH, ddd, J 
= 1.2, 8.3, 10.9 Hz), 7.50-7.57 (IH, m), 7.66 (IH, d, J = 8.7 Hz), 7.80 (IH, dd, J = 
1.9, 7.5 Hz), 7.95 (IH, dd, J = 1.2, 8.7 Hz), 8.39 (IH, bs), 13.71 (IH, s) 
Wm I - 6 - a 

^5^jU 3- (2-br'Ji^Jl/) -lff-5—f>^y~;i/jb;UAK4^->U-h 

mig^aj I - 4 - aTiiigLfc 3 -^o^-4-7;W:tn^>X7;i/Tt Hv?^ 
5';l^7-fe^->ll/3. 7 2-eUi^>:^JJU7j^^^-y-;UT't K 1. 6ml$!iJ^ll^ 
t bT, ±ai(^®j£^J I - 4 - a , c ~ e f:ti£ti^lBib-&tl 1 . 0 g 

•H-NMR (400 MHz, CDCI3) 6 3.88 (3H, s), 7.31 (IH, ddd, J = 1.8, 5.2, 7.8 Hz), 
7.54 (IH, d, J= 8.6 Hz), 7.82 (IH, dt, J= 1.8, 7.8 Hz), 8.13 (IH, dd, J= 1.8. 8.6 Hz), 
8.19 (IH, d, J = 7.8 Hz), 8.81 (IH, dd, J = 1.8, 5.2 Hz), 9.42 (IH, d, J = 1.8 Hz) 
©ii^aj I - 6 - b 

3- (2-tf'jf^;u) -\H-^-^y^'j-)],fi)\/ifsym. 
og^&Uii^sji iii3<b^4&o. B ^^mn^m^tx^xmz., 

^H-NMR (400 MHz, CDClj) 6 7.39 (IH, ddd, J= 1.8, 4.6, 7.5 Hz), 7.64 (IH, d, J 
= 8.5 Hz), 7.91 (IH, dt, J = 1.8, 7.5 Hz), 7.95 (IH, dd, J = 1.8, 8.5 Hz), 8.18 (IH, d, 
J = 8.5 Hz), 8.77 (IH, dd, J = 1.8. 4.6 Hz), 9.25 (IH. s), 13.63 (IH, bs) 
I -7 -Si 

3- ( 3 - u s^;i/) -if/-5— f>yv-;t/jtj;i//i<^->ix-h 
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'H-NMR (400 MHz, CDCI3) 6 3.96 (3H, s), 7.49 (IH, dd, J = 5.1, 7.6 Hz), 7.57 
(IH, d, J = 9.1 Hz), 8.15 (IH, dd, J = 1.0, 9.1 Hz), 8.30 (IH, dt, J = 2.0, 7.6 Hz), 
8.71 (IH, dd, J = 2.0, 5.1 Hz). 8.78 (IH, d, J = 1.0 Hz), 9.18 (IH. d, J = 2.0 Hz) 

§imm I - 7 - b 

3- (3-tf'J>^;i/) - 1 //- 5—t'>y'/-;u;b;i//K>^ 

8 8 g I - 5 - h^i^K m^it^m o. e e g ^mn^^^tbxnft. 

^H-NMR (400 MHz, DMSO-de) 6 7.58 (IH, dd, J = 5.2, 8.0 Hz), 7.68 (IH, d, J = 
8.8 Hz), 7.98 (IH. dd, J = 1.5. 8.8 Hz), 8.34 (IH. dt, J = 1.9, 8.0 Hz), 8.62 (IH, s), 
8.64 (IH. dd, J = 1.9, 5.2 Hz). 9.15 (IH, d, J = 1.9 Hz), 12.80-12.95 (IH, bs), 18.73 
(IH, s) 

^Itm I - 8 - a 

3- (2-^ m^v-^xr;!/) -1 H-5—<>yV—)Vtl)V^^z^U~ 

Jl 

l&mm I - 4 - aTil3fiUfc3 4 -7;U:tD^>X7;Uxk Hv'^ 

^)U7±^~)13. 7 gto-7-X7)V7'\i]^2. 0ml ^iHmWMtVT. ± 

m(ommmi~4-a. c ~ e 2 . 2 g^m^m'-i^<^tLxmcc 

'H-NMR (400 MHz .CDCl^ 6 3.89 (3H. s), 3.93 (3H, s), 7.11 (IH, d, J = 8.3 Hz), 
7.13 (IH, t, J = 7.5 Hz). 7.47 (IH, dt, J = 1.7, 8.7 Hz). 7.50 (IH, d, J = 8.3 Hz), 7.68 
(IH, dd, J = 1.7, 7.5 Hz). 8.07 (IH. dd. J = 1.7, 8.7 Hz). 8.58 (IH, s) 

mmi^ I - 8 - b 

-h2. 2 g$:illjg|ftJI-5-bfctJ£Vi, TOb^tl2. lgS^fel^*tLT# 
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ft. 

»H-NMR (400 MHz, DMSO-tig 6 3.79 (3H. s). 7.07 (IH, dt, J = 1.2, 7.1 Hz). 
7.20 (IH. d. J = 7.4 Hz), 7.46 (IH, ddd, J = 1.9, 7.1, 9.1 Hz), 7.53 (IH, d, J = 1.9, 
7.4 Hz). 7.58 (IH, dd, J = 1.2, 9.1 Hz), 7.90 (IH, dd, J = 1.6, 9.1 Hz), 8.29 (IH, s), 
13.35-13.50 (IH, bs) 
I - 9 - a 

.3- (2-4^y'j;u) -iH-s—(>iS^'J-)\^i3)vr-=¥iyU-h 
1 - 4 - aTmi^i^TzS -:fn^- 4 -y )l^n^>X7 JVy^h 

^H-NMR (400 MHz, CDCI3) 6 4.03 (3H, s), 7.57 (IH, d, J = 8.2 Hz), 7.59 (IH, 
dd, J = 1.8, 8.2 Hz). 7.78 (IH, dt, J = 1.8, 8.2 Hz), 7.86 (IH, d, J = 8.2 Hz), 8.17 (IH, 
dd, J = 1.8, 8.2 Hz), 8.27 (IH, d, J = 8,2 Hz), 8.33 (IH, d, J = 8.2 Hz), 8.35 (IH, d, 
J = 8.2 Hz), 9.62 (IH, s) 

mitm I - 9 - b 

3- (2-^^yu;u) -iH-5--(>yv-)iti)V-r^>m 

3- (2-^y^j)V) -iH-5--f >^y-;i.:^7;U7H+->u-hi. 

3 g ^mi^M I - 5 - b \zm\ ^^it^m 1 . 1 g ^: L/T#fc. 

»H-NMR (400 MHz, DMSO-de) 5 7.62 (IH, ddd, J = 0.9, 6.9, 8.0 Hz), 7.69 (IH, 
dd, J = 0.9, 8.7 Hz), 7.82 (IH, ddd, J = 1.5, 6.9, 8.0 Hz), 8.00 (IH, dd, J= 1.8, 8.7 
Hz), 8.01 (IH, d, J = 8.0 Hz), 8.11 (IH, d, J = 8.0 Hz), 8.35 (IH, d, J = 8.0 Hz), 8.46 
(IH, d, J = 8.7 Hz), 9.53 (IH, s), 13.80 (IH, s) 

i&mm I - 1 0 - a 

3- (3-^y'j;i/) - 1 h- 5--i'>y'/-;i/;^;i^^^vU-h 

S{« I - 4 - aTSitBU/c3 -yp^:- 4 -y )V^a^>X7 )Vt\i H v?^ 
5";U7-fe^-;U4. 9 8 g<h3-^y/ 'J>:^;i/3i<4^-b-;i'xt H 3. 14g<£l±i^E 
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'H-NMR (400 MHz. DMSO-dg) 6 3.90 (3H, s), 7.68 (IH. t, J = 7.6 Hz), 7.74 (IH, 
d, J = 8.7 Hz), 7.81 (IH, t, J = 7.6 Hz), 8.02 (IH, dd, J = 1.6, 8.7 Hz), 8.08 (IH, d, J 
= 7.6 Hz), 8.22 (IH. d. J = 7.6 Hz). 8.80 (IH. s). 8.94 (IH. d. J = 2.3 Hz). 9.50 (IH. 
d. J = 2.3 Hz) 

mmi I - 1 0 - b 

3- (3-^/'JJU) -1 H-5-^>y'/-)lt})VTi^>m. 
^9";!/ 3- (3-^yU;U) -l H-5-^yyV-)Vti)UTf^^'yU-h2. 

1 g ^UTtm I - 5 - b \z^ijt^\ ^mit^<^ 1 . 9 g ^mn^m^tbxntz. 

^H-NMR (400 MHz. DMSO-dg) (5 7.65 (IH. t, J = 7.6 Hz). 7.68 (IH. d, J = 8.7 
Hz), 7.80 (IH. t. J = 7.6 Hz), 8.02 (IH, dd, J = 1.4. 8.7 Hz). 8.22 (IH. d, J = 7.6 Hz), 
8.22 (IH, d, J = 7.6 Hz), 8.77 (IH, s), 8.93 (IH, d, J = 2.3 Hz), 9.51 (IH, d, J = 2.3 
Hz), 13.75-13.85 (IH, bs) 

mmm I - 11 - a 

3- (4-^/0)V) -lH-5-^>yV-)V^)V7fs^iy]^-h 

5^;i/7-fei^-;i'4. 9 8gt4-^ry 'j>:^7;w3^^^it;i'xtH3. i4g^m^ii 

'H-NMR (400 MHz, DMS0-d6) 5 3.83 (3H, s), 7.64 (IH, t, J = 7.6 Hz), 7.80 (IH, 
d, J = 9.2 Hz), 7.83 (IH, t, J = 7.6 Hz), 7.83 (IH, d, J = 4.3 Hz), 8.03 (IH, dd, J = 
1.2, 9.2 Hz). 8.14 (IH. d. J = 7.6 Hz). 8.38 (IH. d, J = 1.2 Hz). 8.39 (IH. d. J = 7.6 
Hz). 9.07(lH,d, J=4.3Hz) 

^mm I - 1 1 - b 

3- (4-4^yu;u) - 1 H- 5— i'>y7-;i/;^ji/7H>ig 

3- (4-^^yu;u) - 1 h- s--(>yv~)iti)Vts^i^u-h2. 
0 g '^mi^m I - 5 - b \zmK ^la^ts^i^ i . a g ^^mn-^mMtLxmc. 

»H.NMR (400 MHz, DMSO-dg) 6 7.65 (IH. t. J = 7.5 Hz), 7.77 (IH. d. J = 8.7 
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Hz), 7.84 (IH. t. J = 7.5 Hz). 7.85 (IH. d, J = 4.4. Hz), 8.02 (IH. dd, J = 1.4, 8.7 Hz). 
8.14 (IH, d, J = 7.6 Hz), 8.37 (IH, s), 8.43 (IH, d, J = 7.6 Hz), 9.08 (IH, d, J = 4.4 
Hz), 14.00 (IH, s) 

mjtm I - 1 2 - a 

3- (Z-i-y^M - 1 H- S >i^^y-)VtiJV^^zy]y'-h 
mi^m I - 4 - aTMLfc 3 - -fu^- 4 -7Jl/:to^>X7JUxk Hi? 

5^;i/7-fe37-;i/7. 5 0g«»:2-:^75';^7J^xt:H5. 2 0 g^m^mmtLx. 

fc. 

'H-NMR (400 MHz, DMSO-dg) 6 3.88 (3H, s), 7.53-7.60 (2H, m), 7.71 (IH, dd, 
J = 0.9, 8.8 Hz), 7.96-7.99 (IH, m), 8.00 (IH, dd, J = 1.3, 8.8 Hz). 8.08 (IH, d, J = 
8.8 Hz), 8.10-8.13 (m, IH), 8.12 (IH, dd, J = 1.8, 8.8 Hz), 8.51 (bs, IH), 8.78 (IH, 
dd, J = 0.9, 1.3 Hz) 

mmm I - 1 2 - b 

3- {2-±y^)V) - IH— r>^^\/-;i/-5-*;i'3j<^r'>u-hi. 

0 g t:mmm i - 5 - b \z0:^mzm\ ^laft^^^ 0 . 9 g lt# 
fc. 

^H-NMR (400 MHz, DMSO-Dg) 5 7.34-7.62 (2H, m). 7.70 (IH, d, J = 8.8 Hz), 
7.96-8.04 (2H, m), 8.10 (IH, d, J = 8.8 Hz), 8.12-8.18 (2H, m), 8.55 (IH, s), 8.79 
(IH, s), 12.92 (IH, s), 13.66 (IH, s). 

mjtm I - 1 3 - a 

5- (v?^ h^->^^Jl/) -2-y)V:ta^>X7}ly^\=.\^ 

^T^m I - 4 - aTMUfc 3-ynt- 4-7;i':rP'^>X7;i'xt H>?;;t 
^)V7'\z.^-JV2. 4 9g*I^JSxh7b:Ha77>2 OmltJ^i^L, mmnm 
8X:\Z}^^V. n--:r^)V\J^ryj^ (1. 5 QU^^1jr>mm 8. Sm 
\^1i\l7irzo 3 0^mW'^> N. N-vpC^;i/5i>;i/A75 Kl. OmlSrJnx., ^ 

wz^uLfz. ^fi:^mzmt7>=e-^A7^(.^m^tQ^mmjL=^)vx'2^miii l. 
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'J;^j^*;U*5A^D'7h^^7^- mWt:L^}V:^^D'>=l : 12. 5) T*S 

^H-^JMR (400 MHz. DMS0-D6) 6 3.24 (6H, s), 5.45 (IH. s), 7.42 (IH, dd, J = 
9.0, 10.0 Hz), 7.68-7.75 (IH, m), 7.82(1H, dd, J = 2.0, 7.0 Hz), 10.21(1H, s) 

1. 3-^>-/^7'y-;i/-2— f;i/ [5- (v?>^ h=^'>p<^Jl/) -2-y)U:^U 

^yV'^T^Z-Jl^l. 0 8 g€:^Jixh^t Ka7^>l 5m 1 Iz^ML. 
3m%'T-7 S'C\Z}^nh. n--:f^A^)^^A (.1. 5 6M^^1J->M) 6. 
4ml?&JPAfe. 5^mW^^^ 5- (i^^^h^i^^f^^JV) - 2-y}\^tU^>X7 
t H 1 . 3 5 g CD^J^T- h 7 1 F P 7 ^ 8 m 1 €:Sl5JKJClO^ 1 0 

Wbtz. s^^^K^c:li^b7>^n'^7A7K^^g^^^^pArax5=•;^-e2IHIttiiJt, Wl^s 

iB^k^^i^ 1 . 8 g tin^tii^m t Lxmco 

*H-NMR (400 MHz, DMS0-d6) 5 3.20 (6H. s), 5.35 (IH, s). 6.25 (IH, s), 
7.11-7.16 (IH, bs), 7.21 (IH, dd, J = 8.2, 9.7 Hz), 7.32-7.37 (IH. m), 7.39 (IH, t. J 
= 7.7 Hz), 7.45 (IH, t, J = 7.7 Hz), 7.55 (IH, d. J = 2.6, 6.7 Hz), 7.88 (IH, d, J = 7.7 

Hz), 8.08 (IH, d, J = 7.7 Hz) 

^mm I - 1 3 - c 

3- (1. 3-0'/^7V-)l-2~^JU) - lH-5-^>^V-;i/ 

7x-;w /^y-;n. 8 gsai^TOtLT, ±a^©sj3i^i -4-c~et 

m^m.^it'^^ 1 . 0 5 g$«Sfi|&7^i:bTt#fco 

'H-NMR (400 MHz, CDCI3) 6 4.02 (3H, s), 7.45 (IH, ddd, J = 1.1, 7.2, 8.4 Hz), 
7.55 (IH, ddd, J = 1.1, 7.2, 8.4 Hz), 7.59 (IH, dd, J = 0.9, 8.9 Hz), 7.97 (IH, ddd, J 
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= 0.7, 1.1, 8.1 Hz), 8.20 (IH, dd, J = 1.4, 8.9 Hz), 8.23 (IH, ddd, J = 0.7. 1.1, 8.1 
Hz), 9.41 (IH, dd, J = 0.9. 1.4 Hz). 10.36-10.48 (IH. bs) 
UT^m I - 1 3 - d 

3- (1. 3-^>l/^7^/-;l/-2-^Jl/) - 1 H-5--r >y^7-JU:^;i/4<> 
E 

)vti)vt>^z/V'- hi. 2 g ^nutm I - 5 - b \zm\ m&it^m o . 9 5 g 

^H-NMR (400 MHz. DMSO-dg) d 7.39 (IH. t. J = 7.2 Hz). 7.57 (IH. t. J = 7.2 
Hz), 7.75 (IH. dd. J = 0.8. 8.6 Hz), 8.04 (IH, dd. J = 1.8, 8.6 Hz), 8.16 (IH, d, J = 
7.2 Hz), 8.19 (IH, d, J = 7.2 Hz), 9.14 (IH, dd, J = 0.8. 1.8 Hz), 12.80-13.20 (IH, 
bs), 14.07 (IH. s) 

^^aT, -fk^ll •l//-5-<>yy-JI/;b;i/^H:ih'j;i' SOOmg 
:tn^yV-h^JM''^1CM.\ZU^^'^^. Tetrahedron Lett.. 33.7499(1992) 430; 
tJ?Syntheticcommun.,22, 1199(1997)] (DV;^^)]^MA7^ K 3m 1 m^iZ. N 
-l/Pt;^^^^^ H 3 9 2ingS:llDx., MUT'l BmmWbrzo mU^^^^. 

m^\zmmjL^)\^2 5ml ^^mmm7mi-h^)t7A7mm. 7jc, ma-k 

iB<l^^tl4 4 Omg^WBfi^^tLT#fc. 

»H-NMR (400 MHz. CDCI3) d 7.59 (IH. dd. J = 8.4, 0.8 Hz), 7.67 (IH. dd. J = 
8.4. 1.6 Hz), 8.07 (IH, dd, J = 1.6, 0.8 Hz). 

mmmi-14-h 

t e r t-zT^JV 3->^P^-5-v7y-lH-l— f >^'/-;i/;<7;i//i-s^ 
^\i\^nyy>lOOm\mmz. -mm -J- ter t--f'J'}]^6. 7 & gH^ 
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^mzmmjL^)V2 2 0ml ^imtl. ^mm. 7k, mm^mymi- h u 

'H-NMR (400 MHz, CDOa) 5 1.73 (9H, s), 7.80 (IH, dd, J = 8.8, 1.6 Hz). 8.03 
(IH, d, J = 1.6 Hz), 8.30 (IH, d. J = 8.8 Hz). 

mmmi-14-c 

3- (4-:7ji/^a7x-ji/) - 1 jj--5--r >y'y-;u;^;i/7H- 

f e r t--:^^)V 3->^D^:- 5-:^7y- 1 H- 1 —f >^y-;i/;^;i'/J? 
=^^S/U-h 2. 0 sOt hy\:i\^ ay y>SQm\mmznyi^^ AaT)7't7— 
h7 0mg. 2- (>'>'^'DA:^v';U7:t;^7>f y') t:*7xZ:;i/2 1 8mg, yy 
it:fy^J^J^l. I9g, 4-7JU:a-n7x:r;i//}?o>®?i. 3 0gSrip^. sec 

m^mErf\zm^v, ^^mm^'y^)ti^)vtsyK{pu-^v^yy^- (smx^^ 

)V: h;i/X>=l : 19-1 : 9) Tilfffll^glL/, TO^fc^tll. 0 9g<&, llji}*: 

^H-NMR(400MHz,DMSO-D6) <5 7.36 (2H, t. J = 8.8 Hz), 7.74 (IH, dd, J = 8.8. 
1.2 Hz). 7.76 (IH, dd, J = 8.8, 1.2 Hz), 8.10 (2H, dd, J = 8.8. 5.6 Hz). 8.71 (IH, s). 
13.78 (IH, s). 
©MI - 1 4-d 

3- (4-7;u:tD7x-;i/) -iH-5 — ^ y^v—)\/ti)V-^ym. 
3- (4-7;i/*P7x-;i/) -iH-5 — r>yy-;i/*;i'3}<-h'j;n. o 

glC7X5ml, iim4ml, JK@?iS4m 1 ^in;i, 3 B#Hln^jigitUfc. &?^m> 



94 



wo 02/083648 



PCT/JP02/03735 



»H-NMR (400 MHz. DMSO-Dg) 6 7.41 (2H. t, J = 8.8 Hz), 7.66 (IH, d, J = 8.8 
Hz), 7.95-8.09 (3H, m), 8.63 (IH, s), 12.91 (IH, s), 13.58 (IH, s). 

mmm i - 1 5 - a 

3- (3-^aa7x-jl/) -iH-5— r>:y'y-;i^:^;i/vj^- m;i/ 

mmmi- 1 4-c(D-:imizmc. Uitmi-i ^-b-vmrnvtz ter t--:r 

3-':^0^-5-iy7/-lH-l-^>yV-)Vtl)\^ts^i^U-h2. 0 

»H-NMR (400 MHz, CDCI3) 6 7.46 (IH, dt, J = 8.0, 1.6 Hz), 7.51 (IH, d, J = 
8.4 Hz), 7.64 (IH, t, J = 8.0 Hz), 7.67 (IH, dd, J = 8.4, 1.2 Hz), 7.81 (IH, dt, J = 8.0, 
1.6 Hz), 7.93 (IH, t, J = 1.6 Hz). 8.40 (IH, d, J = 1.2 Hz). 

5-b 

3- (.3-^uny:L-ji) -ih-5-'<>^V-;u^;I/aH>1^ 
SiMi - 1 4-d©:;&Sfcipi;T, 3- (s-^dd^x-;!.) -ih-s- 

>H-NMR (400 MHz, DMSO-Dg) 6 7.53 (IH, dd. J = 8.0, 1.6 Hz), 7.62 (IH, td, J 
= 8.0, 1.6 Hz), 7.69 (IH, d, J = 8.0 Hz), 7.93-8.05 (3H, m), 8.63 (IH, s), 12.90 (IH, 
s), 13.71 (IH, s). 
SIMI-I 6-a 

3- [3- (h'J7Jl/:j-a:?c^;i/) 7x:iJl/] - I H- 5 —(>y'/-Aij)Vif^:^ 

mi^mi -I 4-c(D:^m\zmC. giigfU -l ter t--:f 

3-^D^:-5-->7y-iH-i— r>^'^/->'^;^>'^^^^i^^-h5 0 

Omgt, 3- h'J7;i/:tD^5";i/7x-;i/3j<D>^4 4 2mg;5ie>, TO^fc^tl 



95 



wo 02/083648 



PCT/JP02/03735 



5 Sme^&^f^^BtVxnito 

»H-NMR (400 MHz, CDCI3) 6 7.63-7.76 (4H, m), 8.11 (IH, d, J = 7.6 Hz), 8.21 
(IH, s), 8.40 (IH, s). 

^mm I - 1 6 - b 

M 

mmmi-i4-d(D:Bmzmcx. a - [s- (h^jy)i:tny^^)\.) 7x- 

»H-NMR (400 MHz, DMSO-Dg) 6 7.71 (IH, d, J = 8.4 Hz). 7.83 (2H, m), 8.01 
(IH, d, J = 8.8 Hz), 8.24 (IH, s). 8.32 (IH, m), 8.66 (IH, s), 12.96 (IH. s), 13.77 
(lH,s). 

^mm I - 1 7 - a 

3-^>'/ [b] 5^:t7x>-2 — ( JV- 1 H- 5-^ y:^V-)Vtl)\^-^=.h^J}V 

4-bT$?MLfc t er t-Z^^JV 3 -^O^:- 5 -->7/— 
IH- 1 >d^V'-)VtlM^-yU'-h 6 0 0mg(Dxh7t H07^>9m 
l^flBEfd, A^i^'i7A(n)7-bx-h2 Img, 2- ter t-:/5';l'7* 

7.-y^J) hf7x-;U5 7mg, 7-/{k:!t7 U "i^A 3 5 7 mg, 2-^>V[b]5^ 
:t7x>3}?P>i^4 9 Smg^in^, SO'CTmTOi^bfc, jt^^g^m, 3. 
^^m\L^^Vy2m\\zmm\^. hU7;i/:tni^i?4ml ^Jn^, ^iUTlBK 
it#Lfc. ?»C@^^x5^;i/5 0ml ^JPA, l&?P^i?7jc^:h h 'J 

Tfcg^L, a4fig«^&->'J;^7^;U;^7^Ai^DThi/'^7'r- (@^gtx5^;u: 
X>=1 : 1 9) T!^S14^KIU ra<b^tl2 9 4mg*, liiiDcfeJ^St bT#;/t, 

^H-NMR (400 MHz, DMSO-Dg) 6 7.41 (2H, t, J = 7.8 Hz), 7.44 (2H, t, J = 7.8 
Hz), 7.80 (2H. s), 7.91 (IH, d, J = 8.0 Hz), 8.01 (IH, d, J = 8.0 Hz), 8.41 (IH, s), 
8.99 (IH, s), 13.88 (IH, s). 
SfiiM I - 1 7 - b 
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3-^>^/ lb] ^:tyji>-2--(}V-lH-5-'<>yV-)Vij)V^>m 
)V2S 8mg(C»^3m 1 , ^KlmK i^MO. 8m 1 ^Hn^ 1 1 O'CT-4^ 

»H.NMR (400 MHz, DMSO-Dg) 5 7.36-7.48 (2H, m), 7.71 (IH, d, J = 8.8 Hz), 

7.99-8.07 (3H, m), 8.17 (IH, s), 8.83 (IH, s), 13.72 (IE, s). 

mm] I - 1 8 - a 

3 - ( 3 h4^'>7xi:;i/) - 1 H- 5 — r h u 

nmmi-l 7-aO)-^mzmC. ISiS^ajI-l 4-bT®[iiUfc t e r t-y 

^H-NMR(400MHz,DMSO-D6) 8 3.87 (3H, s), 7.03 (iH.dd, J = 8.0. 2.4 Hz), 
7.46 (IH, t, J = 8.0 Hz), 7.51 (IH, s), 7.62 (IH, d, J = 8.0 Hz), 7.73 (IH, d, J = 8.8 
Hz), 7.77(1H, d, J = 8.8 Hz), 8.67 (IH, s), 13.76 (IH, s). 
I - 1 8 - b 

3- (3 h^->7x-;u) - I H-z-^y-^v-^)Vti)Vt-ym. 

^^il-n -h(Dl5^\zmZX. 3- (3-p^ h^>-7x-;W - I H- b 

'H-NMR (400 MHz, DMSO-Dg) 6 3.86 (3H, s), 7.04 (lH,dd, J = 8.4, 2.4 Hz), 
7.50 (IH, t, J = 8.0 Hz). 7.54 (IH, s). 7.61 (IH. d. J = 8.0 Hz). 7.66 (IH, d, J = 8.0 
Hz), 7.93(1H, d, J = 8.4Hz),8.60 (IH, s), 12.85 (IH, s), 13.44 (IH, s). 
I - 1 9 - a 

3-^>v fd] g^:t7x>-3— r;»/-iH-5— f >j!^^/-;i/:<jjU7H-mji/ 

®!igMI-l 7-a®;6rfel3ipi;, ^mmi-l 4-bTSiiiLfc t e r t--:f 
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3 - yot - s-e^yy- 1 H- 1 —f >j?'V-;u*;u7H*v/U- h s o 

Omg^. 3 -^>'J [b] ^tyjL>yfsnym4: 1 Smg^^<b. ^i5{b^i^3 0 
3 m g ^Mfii^B^a .h bT#fe, 

'H-NMR(400MHz,DMSO-D6) 6 7.45-7.55 (2H, m). 7.77 (IH, d, J = 8.8 Hz), 
7.82 (IH, d, J = 8.8 Hz), 8.11 (IH, d, J = 7.2 Hz), 8.60 (IH, s), 8.70 (IH, d, J = 7.2 
Hz), 8.77 (IH, s),13.85 (IH. s). 

mmmi-19-h 

'H.NMR(400MH2,DMSO-D6) 5 7.45-7.55 (2H, m), 7.71 (IH, d, J = 8.8 Hz), 
8.01 (IH. d. J = 8.8 Hz), 8.11 (IH, d, J = 7.2 Hz), 8.40 (IH, s), 8.57 (IH, d, J = 7.2 
Hz), 8.66 (IH, s), 12.89 (IH, s), 13.65 (IH, s). 

mmm i - 2 o - a 

m&m 1-17 - a©:&^feicipi;T, t&mm 1-14- btsBUfc ter t- 

0 0mg.i:, 5-7-fe5';U-2-5':d-7x>iJ?D>if5 2 8mg/&i^, mUt-^m 
9 4mg ^^feifS^tLT^;^. 

'H-NMR (400 MHz, DMSO-Dg) 6 2.59 (3H, s), 7.78 (IH, d, J = 8.8 Hz), 7.81 
(IH. d, J = 8.8 Hz), 8.03 (IH, d, J = 4.0 Hz), 8.08 (IH. d. J = 4.0 Hz), 8.87 (IH, s), 
13.98 (IH, s). 

miitm I - 2 0 - b 

3- (5-7-fe5^;i/-2-^X-Jl>) -lH-5-^>iyV-)]^tl}lt^>m 

m7^mi-n-h(D:^m\zmcT. 3- (5-7-fe5";i/-2 -5"x-;u) -1 

//-5--r >t$^y-;l/:^Jl'7Hxh'j;U9 4mg;i^^, ®l5^b^#l8 5mg$:||±fi 
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^H-NMR (400 MHz. DMSO-Dg) 6 2.59 (3H. s), 7.70 (IH, d, J = 8.8 Hz), 7.87 
(IH, d, J = 3.6 Hz), 8.01 (IH, d, J = 8.8 Hz), 8.03 (IH, d, J = 3.6 Hz), 8.69 (IH, s), 
13.00 (IH, s), 13.82 (IH, s). 

mmm I - 2 1 - a 
MM I - 1 4 - a Vifc 1 H- 5 -'T >y'/'-)[^t))Vt^- h U ;U 8 6 7 m 

g{c, JKi^msmK 7K2. 5m\s WkMim 2 mi^m^i low 10 mmm 

^H-NMR (400 MHz, DMSO-Dg) 5 7.59 (IH, dd, J = 0.8, 8.8 Hz), 7.91 (IH, dd, 
J = 0.8, 8.8 Hz), 8.24 (IH, s). 8.45 (IH, s), 13.36 (IH, s). 

mmm i - 2 1 - b 

^H-NMR (400 MHz, DMSO-Dg) 5 3.87 (3H, s), 7.62 (IH, d, J = 8.8 Hz), 7.92 
(IH, d, J = 8.8 Hz), 8.26 (IH, s), 8.49 (IH, s), 13.42 (IH, s). 

mmm I - 2 1 - c 

1- ( t e r t--/=^M 5-^5";i/ 3 -:?^D^- 1 H- 1 . 5--f>^V- 

7f<=^vU-h 9 2 SmgT&^e., *mb^i^l. 4 Sg^ae^atbT^fe, , 

'H-NMR (400 MHz, DMSO-Dg) 6 3.92 (3H, s), 8.19-8.24 (2H, m), 8.26 (IH, dd, 
J =1.2, 8.8 Hz). 
MM I - 2 1 - d 
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-::^D^-1H-1. 5— f >:$^V-;i'v:^3>'l/3i<=^>'U-h7 0 Omgt, 2-^^ 

'H-NMR (400 MHz, DMSO-Dg) 6 3.93 (3H, s), 7.33 (IH, t, J = 7.6 Hz), 7,40 
(IH, t, J = 8.0 Hz), 7.56 (IH, s). 7.72-7.80 (3H, m), 8.03 (IH, dd, J= 1.6, 8.8 Hz), 
8.86 (IH, s), 13.91 (IH, s). 
Wim\ I - 2 1 - e 

3-^>'./ [b] 7 7>-2— fJI/-lH-5— f >^^/-;Ujt7;i/;l^>^ 

'>^-h2 7 5mg©pt^y-Jl^3inl — 7^h^tHD7^>3ml^^t, 5^ 

^zKi^^b^ h 'J >i7 AtK^t^ 1 . 5 m 1 ^Jn;^. ^rST 5 B Wi1p < it/v Ltzo mm^ 
^^m. I^^:^m9m 1 ^m^. mmJi'^)V2 O Om l TtttbUfco MJi^^ 

^^it^<^ 3 2 0 m g ^^n^i^^ t Lxntz, ^ 

^H-NMR (400 MHz, DMSO-De) 6 7.32 (IH, t, J = 7.2 Hz), 7.39 (IH, t, J = 8.0 
Hz), 7.54 (lH,s), 7.71 (IH, d, J = 8.8 Hz), 7.84-7.79 (2H, m), 8.02 (IH, d, J = 8.8 
Hz), 8.85 (IH, s), 12.99 (IH, s), 13.85 (IH, s). 
I - 2 2 - a 

3- (3-7iL^}ly:ju-M -lH-5-^ >yV-}[^ij}l^s^yU~ 

my^m 1-17 -a(D:^m\zmv, mmm 1-21 - cTSSigufc 1 - iter 

->U-h 3 5 Snigt, 3-7-fe5^;i'7x-Jl'4^a>S?2 4 6mg;i^6, ^I3{b^ 
#I9 2mg&gl^*|fi^^<hbTt#fc. 
'H-NMR (400 MHz, DMSO-Dg) 5 2.69 (3H, s), 3.90 (3H, s), 7.73 (IH, d, J = 8.8 
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Hz), 7.75 (IH, t, J = 8.0 Hz), 8.01 (IH, dd, J = 1.2. 8.8 Hz), 8.06 (IH, dt, J = 8.0, 
1.2 Hz), 8.25 (IH, dt, J = 8.0, 1.2 Hz), 8.50 (IH, t, J = 1.2 Hz), 8.68 (IH, d, J = 1.2 
Hz), 13.75 (IH, s). 

UTtm I - 2 2 - b 'y 
3- (3-7-i;^Jl/7x-;U) -lH-5-^>'$^'/-}i^tl)V^s>m 

^mm I - 2 1 - e (D-:fymizm\:x. s - ( s -7-fe:5^;u7x-;w - 

'H-NMR (400 MHz, DMSO-Dg) 6 2.68 (3H, s). 7.70 (IH, d, J = 8.8 Hz), 7.74 
(IH, t. J = 8.0 Hz), 7.99 (IH, d, J = 8.8 Hz). 8.06 (IH, d, J = 8.0 Hz), 8.25 (IH, d, J 
= 8.0 Hz). 8.50 (IH, 3), 8.68 (IH, s). 12.93 (IH, s), 13.70 (IH, s). 

m^m I - 2 3 - a 

3 -y 3L-)l- 1 H- 5 >yV-}Vtl)U^-hU )V 

mmn- 1 4-hxm^brz t e r t-zr^ji s-yp^- s-vjy- 
in-i — (>y'/-)[^ti)it-^iyu-h 3 0 omg(Dvp<?;^3^^;^A75 hi 

Oml^^S{C, h'J-n-:^5^;i/ (7x-;i/) ig3 7 6mg. x h h U 7x 

:z)iy:i-xy^ y/'^^i^^A (o) 5 4mg^inA. i5ox:x'4 5^mmw\^rzo 
x>=3 : 9 7-1 : 1 9) xmm^^L. #6>nyc#^^B'i4i&*^v-r v^o e 

'H-NMR(400MHz.DMSO-D6) 6 7.46 (IH. t. J = 8.0 Hz), 7.55 (2H, t, J = 8.0 
Hz), 7.73 (IH, d, J = 8.8 Hz), 7.77 (IH, d, J = 8.8 Hz), 8.05 (2H, d. J = 8.0 Hz), 8.71 
(IH, s), 13.76 (IH. s). 

mi&m I - 2 3 - b 

3 - y I H- 5 >yV-}Vti)itsym 

SiT^m I - 1 7 - b <D:^mzm i;t, 3 - 7 x 1 h- 5 - -r yyv-jvt) 

h>j;H 1 6mg;5i^^. miit^^l 1 Omg^Wfii^atLT^Ife. 
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'H-NMR (400 MHz, DMSO-De) S 7.46 (IH, t. J = 8.0 Hz). 7.57 (2H. t. J = 8.0 
Hz). 7.66 (IH. d, J = 8.8 Hz), 7.97 (3H, d, J = 8.0 Hz). 8.65 (IH. s). 12.10 (IH, s), 
13.56 (IH, s). 
^itm 1-2 4- a 

tert-y'f)^ 3- (3-7Jl/:ta7x-JU) -5- (\i\in=^->^^}U) - 

*?&T, mmmi-l-cl^m^LftS- (3-7;U:^n7xnjU) - 1 H- 5 

—(>yV~)Vti)l't->Ul 0.6 6 g®xh^t:h'a7^>2 7 0ml ^JSt, 

m im&mM2oom\^m^. i^Kx5^;n?2iiiifittiL.fc. mmm^mi^ 

OmHc^i?^, -:^-tert-:/5^;i/i^:^3-/J?;^^-h7. 9g43J:U^4-N, N-v 

^5^;u75 y e u v> 0 . 4 4 g Sripx., 1 ^re^M^ufc, s^s:?ee{'Mx 

5"ji'-v'-rv:/otf;i.x-x;uj;IPSi^^BL. mB^b^t!7. 4 4 g?&efi#fJbiB^B 

X5";U: h;UX>=l : 9) TfflSH^gllU, mUt'^'^l. 8 2g$||6^^tL 

»H-NMR (400 MHz, DMSO-Dg) 6 1.68 (9H. s). 4.68 (2H, d, J = 5.6 Hz), 5.38 
(IH, t, J = 5.6 Hz), 7.41 (IH, td, J = 8.4, 2.4 Hz), 7.60-7.70 (2H. m), 7.75(1H, d, J = 
9.2 Hz), 7.85 (IH, d, J = 8.0 Hz), 8.04 (IH, s), 8.12 (IH, d, J = 8.8 Hz). 

mmi I - 2 4 - b 

tert-Zf'^jV 5- (^ao^^^;!/) -3- ( 3 - 7JU:j-D 7 xx;i/) -IH 
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5!lc?&TK:. t e r t-Zf 3- {Z-y)V^uyy.-)V) -5- (;W Kn 

ZOmimmz. hUX5^;i/75>l. . m\::^^y7s)Vyy^-)VQ. 78 

m 1 ^UPA, ^i&T'l Bf^W^X^fco m>mz, i^i?x5"JH 8 0ml ^Jn^fc^, 

'H-NMR (400 MHz. DMSO-Dg) d 1.69 (9H, s), 4.99 (2H, s), 7.42 (IH, td, J = 
8.0. 2.4 Hz). 7.67 (IH. td, J = 8.0, 6.4 Hz). 7.76 (IH. d. J = 8.8 Hz). 7.78 (IH. d, J = 
8-0 Hz). 7.86 (IH, d, J = 8.0Hz), 8.18 (IH, d, J = 8.8 Hz), 8.27 (IH, s). 

mmm i - 2 4 - c 

2- [3- {i-y)V-tuy:z.-)V) - 1 H- 5--r >^'y'J;U] 7-feh-hUJl/ 
tert--:r^)V 5- {Cuu^^)V) -3- -y )V^uy y.-)V) -1 
1 --r >^y-JU:^;Ui}^4^-> I/- h 1 . 0 g ® H 5 m 1 ^ 

mz'^7>\ti- h 'J'>A2 0 4mgS:ija^, ^iSTS 0^i-«#Lfe. S*5?SlCS^i^ 
X5"JU 5 Om 1 <£ljp A, ^K■t?^5fe^Lm 7jcg^v?X5^;Px-xJUTTOaiLfe. 

7jc (2[Hl) , «afn:fe^7jcT|ii«#b, mymm-^if^iy^A 

^- mn.J^^)V: h;UX>=l : 9) T*»Sa5^^U, v'x^^jl-x-x;!/- V 
7°Pt!;UX7"-;UTM^bb, :^IB^t;^tl6 2mgSr^fi^fB<i:LT#fc, 

»H-NMR (400 MHz, DMSO-Dg) d 4.16 (2H. s), 7.26 (IH, td, J = 8.4, 2.4 Hz), 
7.42 (IH, d, J = 8.8 Hz), 7.59 (IH, td. J = 8.0, 6.4 Hz), 7.65 (IH. d, J = 8.8 Hz), 
7.74(1H, d, J = 10.4 Hz). 7.84 (IH, d, J = 8.0 Hz), 8.12 (IH, s), 13.46 (IH, s). 

1-2 A- d 

2- r3- (3-:7;i/;ta7xXJU) -iH-5-<>^\/u;i/] m 

2- [3- (3 -7;U;^D7xXJl/) - 1 H- 5 -<>:$^V'j;l/] J-fchnhU 
JU5 OmgSrTKO. 5ml,?S«gi?0. 4mnc]g^L, 9 5'CT2^PBm«iUfc. 
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iR-NMR (400 MHz. DMSO-De) 5 3.74 (2H. s). 7.24 (IH, td, J = 8.4. 2.4 Hz). 
7.32 (IH, d, J = 8.8 Hz). 7.52-7.62 (2H, m), 7.74(1H. d. J = 10.4 Hz), 7.85 (IH. d, J 
= 8.0 Hz), 7.99 (IH, s), 12.31 (IH. s). 13.33 (IH. s). 

mmm i - 2 5 - a 

tert-Zf^)^ 3- (3-7Jl/:j-D7x:iJU) - 5 -;i^JU$ JP- 1 H- 1 — T 

}V) -5- (hKP^'>^5^;u) -iH-i-^y'^v-)Vij)Vif^^yv-h\. 

7 g ^m&m I - 4 - b tn^Mm\z^m\t\y. m^^^m i . 5 g ^m^m 

'H-NMR (400 MHz, CDCI3) 5 1.75 (9H, s), 7.22 (IH, dt, J = 2.5, 10.0 Hz), 7.54 
(IH, dt, J = 6.1, 8.2 Hz), 7.73 (IH. dd, J = 2.5, 10.0 Hz), 7.80 (IH, d, J = 10.0 Hz), 
8.11 (IH, dd, J = 1.5, 8.8 Hz), 8.36 (IH, d, J = 8.8 Hz), 8.48 (IH, s), 10.14 (IH, s) 

wm I - 2 5 - b 

X5^J|/ iE) -3- C3- (3-7JU:j-a7x::Jl/) - 1 H- 5 —f >^*/- U 

i/JL^)V7S;^7.-^-J^^:L^)V0. llml©N, N-v^5^;UzK;i/A75 h*|g^^ 
5ml ^k^^TT7J<^^b:^hlJ'^A (6 0%ffttt) 2 OmgSrJnA 1 S^jfj^b 
fee Kl^WiZ t e r t'-^^jV 3- {Z--y)Vtuy :s.-)V) - 5 
lH-l-^y^'J-)Vti)Vts^i/V-V \ SOmgCDN, U-V^=^}]/-^)Vh7 

iy^)ti^)Vtiyhi7U-^V^yy^- (mmJL^}V : ^^^>=l : 1 0) T 
nU^n\y t e r t--f^)V 5- [ (£) - Z -JLV^ly- Z -^^'J - I --^ 
uK-)V] - 3- (3-7;i/:to7xx;i/) 1— Oi^i/-;!/*;!/^^^^ 



104 



wo 02/083648 



PCT/JP02/03735 



^H-NMR (400 MHz. DMSO-dg) 6 1.25 (3H. t, J = 7.0 Hz), 4.18 (2H, q. J = 7.0 
Hz), 6.77 (IH, d, J = 16.1 Hz), 7.24 (IH, dt, J = 2.4, 8.0 Hz), 7.55 (IH, dt, J = 6.4, 
8.0 Hz), 7.60 (IH, d, J = 8.8 Hz), 7.79-7.84 (IH, m), 7.84 (IH, d, J = 8.8 Hz), 7.88 
(IH, d, J = 16.1 Hz), 7.93 (IH, d, J = 8.0 Hz), 8.48 (IH, s), 13.50-13.60 (IH, bs) 

mmm I - 2 5 - c 

(E) -3- C3- (3-7JU:^D7x-;U) - 1 H- 5 yV^J^J Jl} -2- 

JL^JV (E) -3- [3- i3-y)V:tuyji=i}U) -lH-5—(>yV^J 

)l] -2-7'O^yx-hO. 1 6 g(D)^:$' y-JVmmiZ. 5N7mit±h^JlPA 

'H-NME (400 MHz, DMSO-dg) 5 6.56 (IH. d, J = 16.4 Hz), 7.24 (IH, dt, J = 2.2, 
8.2 Hz), 7.55 (IH, dt, J = 6.0, 8.2 Hz), 7.60 (IH, d, J = 8.6 Hz), 7.79-7.83 (IH, m). 
7.81 (IH, d. J = 8.8 Hz), 7.83 (IH, d, J = 16.4 Hz), 7.92 (IH, d, J = 8.0 Hz), 8.43 
(IH, s), 12.15-12.35 (IH, bs), 13.52 (IH, s) 
^T&m I - 2 6 - a 

3 -ZfU'^- 5 -Xh □ - 1 H-^ y^'J-JV 

5-xhD- IH— r>^v/-;n 2. 4 e(Dmmtm$^mmi OOmncN- 
:fn=E7.i7-»-fS.\fl 6. 2g, 2. 2' -7Vtf;^'f VT'^'o- hij;uo. 6 

'H-NMR (400 MHz, DMSO-de) 6 7.78 (IH. dd, J = 0.5, 9.3 Hz). 8.25 (IH. dd, J 
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= 2.1, 9.3 Hz), 8.48 (IH, dd, J = 0.5, 2.1 Hz) 

mm I - 2 6 - b 

t e r t-y5";i'2 3ml ^MTLfc, 3 0 ^J-jft^, tK^JD^ISSET^ 

'H-NMR (400 MHz, CDClg) 6 1.73 (9H, s). 8.32 (IH, d, J = 9.0 Hz), 8.46 (IH, 
dd, J = 2.3, 9.0 Hz), 8.59 (IH, d, J = 2.3 Hz) 

^T^m I - 2 6 - c 

tert-Z^^JV 3- (3-7;i/:ta7x-;i/) - 5 h □- IH- 1 > 

t e r t-':f=^)V 3-yot- 5--hn - 1 H- 1 >y.'/-)Vt}}]/i!^ 
^i/\y-V4. SgON. N->?^^;Wl/A7$ h*J§M2 Omni3-7;i^*D 
y:LZ.Muym.2. 8g, 2- (i^- t e r f-y5^;i/3}K;^7^ /) h*7x:::;U 

0. 16g, MA-^v-^Ae Omg. 7'y'fb*U'^7A 2. 3 1g<&JnA, 5 CC 

^7iciiiggtvi/;t^>'^7A-e$£J^Lfe. ^gii^^/ET@5feL, i/'J^^jl^jiJ^A^ OT 
h^77-i'- mm:r.^)V:^^^y=l : 1 5) nmU^Wk^ v-ry^Dtf;!^ 
X_7-;i,-^^.-9->T'MB^Bb^S{b^tl 2 . 2 g t bT#fc. 

^H-NMR (400 MHz, CDClg) 6 1.76 (9H, s), 7.22-7.28 (IH, m), 7.56 (IH. dt, J = 
5.9, 8.0 Hz), 7.72 (IH, d, J = 9.5 Hz), 7.77 (IH, d, J = 8.0 Hz), 8.38 (IH, d, J = 9.1 
Hz), 8.46 (IH, dd, J = 2.0, 9.1 Hz), 8.89 (IH, d, J = 2.0 Hz) 
Mii^aj I - 2 6 - d 
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tert-Zf^)]^ 5-7Sy-3- (3 -7Jl^:^a-7xz:;i/) - 1 H- 1 > 

t e r t-Zf^)U 3 - (3-7;U:tn7x-;l/) - 5-" ho - lH-1-^ 
>^V-)UtlM^iy\y-h 1 8 Oing®x t F□77>^^Kl 0ml \zn 
y-JOA (5%) i^^l 0 OmgSrliDA, 7jc^#ffl^T, -^flE^iST 3 I^Fp^Mi* L 

*H-NMR (400 MHz, CDCI3) 6 1.73 (9H, s), 3.70-3.90 (2H, bs), 6.98 (IH, dd, J = 
1.9. 8.7Hz). 7.14 (IH, dt, J= 1.9, 8.1 Hz), 7.16 (IH, d, J= 1.9 Hz), 7.46 (IH, dt, J = 
6.0, 8,1 Hz), 7.67 (IH, dt, J = 1.9, 9.7 Hz), 7.74 (IH, d, J = 8.1 Hz), 7.99 (IH, d, J = 
8.7 Hz) 

mmm i - 2 7 - a 

3--:fn=E-6--hn- i H-^>yv—)l 

Omm^^fC, N->^0^:7.i7W5 H5. 7 3g$:l]P^, IUST' 1 B^TO^Ufc. 

mm^m^^. m^izmmjL^ji^2 5 omi ^tu^, ^mimmym^h^j^L.?^ 

^H-NMR (400 MHz, DMS0-D6) 6 7.84 (IH, d, J = 8.8 Hz), 8.01 (IH, dd, J = 
2.0, 8.8 Hz), 8.50 (IH, d, J = 2.0 Hz). 
I - 2 7 - b 

3- (3-7;i^:ta7x-Jl/) - 6 h □- 1 H—O^V-Jl/ 

1 0ml (3-7;i/:tP7x:z;i/) h>J-n-:/5";l'^2. Og.T-hy^ 

X h 'J7x-;U7:t7>7i' >A°7>'r:7A (0) 4 8 0mg$:i)PA, 18 0*CT'2B# 

mmwi^tzo Kit^mzmmj^^jie om\ ^M^. tk (20) , mm-kMyi^x-nrA 
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'H-NMR (400 MHz, DMSO-Dg) 6 7.30 (IH, td, J= 8.8, 2.8 Hz), 7.61 (IH, td, J 
= 8.8, 6.4 Hz), 7.79 (IH, dd, J = 8.8, 1.6 Hz), 7.89 (IH, d, J = 7.2 Hz), 8.02 (IH, dd, 
J = 8.8. 2.0 Hz). 8.36 (IH. d, J = 8.8 Hz), 8.52 (IH, d, J = 2.0 Hz). 14.08 (IH, s). 

^mm 1-2 7 -c 

3- (3 -7;i/:tD7x-;t/) - 1 H- 6 — f >yV-)l7S.> 

3- (3-7;U:tn7x-;i/) - 6 - - h P- 1 H— T >^y-;U3 0 0 mg 
;^^/-)l5m 1 -mmJi^)V2. 5m 1^^{;:2 0 %7m^k/^7 v-^A-^^ 
( 5 0 %#7jcS,) 6 0 mg ^JPA, ^MTl'^/ET 7 . 5 ^Pp^tK^^JP Lfc. jKJ^r^ 

4 2ing^eeiSS«!:UT#fc, 

iH-NMR(400MHz, DMSO-Dg) 5 5.72 (2H, s), 6.60 (iH.s), 6.62 (IH, d, J = 8.8 
Hz), 7.18 (IH, td, J = 8.4, 2.4 Hz), 7.51 (IH. td, J = 8.0, 6.4 Hz), 7.65(1H, d, J = 
10.8 Hz). 7.73 (IH. d. J = 8.8 Hz), 7.77 (IH, d, J = 7.6 Hz), 12.62 (IH. s). 

mmm 1-2 a- & 

3- (3-7;l/:tD7xXJl^) -7 -:zhU-lH—f >yV-)l 

mmmi-2 7-a. b(D:^m\zm\:'X. 7--ho-iH--(>^v~-}vi. 

^K-mSl (400 MHz, DMSO-Dg) d 7.34 (IH. td, J = 8.4, 2.4 Hz), 7.48 (IH, t. J = 
8.0 Hz), 7.62 (IH, q, J = 7.6 Hz), 7.79 (IH, dd, J = 10.4, 2.4 Hz). 7.88 (IH, d, J = 
7.6 Hz), 8.44 (IH, d, J = 8.0 Hz), 8.6^ (IH, d, J = 8.0 Hz), 14.20 (IH, s). 
mitm I - 2 8 - b 

3- (3-7;i/:^a7xX;i/) - I H- 7 >yV-)V7 ^ > 
^mmi -2 7 -CDlsm^zmCX. S- (3-7;U;tD7xx;i/) -7-Xh 

o-iH-<>^v-;p6 smg^mmmntLx. m^it^m^ 7mg^m^^ 
^tvxmtz. 
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iH-NMR(400MHz.DMSO-D6) 6 5.43 (2H, s), 6.53 (IH, d. J = 7.2 Hz). 6.96 
(IH, dd, J = 7.2, 8.4 Hz), 7.21 (IH, td, J = 8.4, 2.8 Hz), 7.25 (IH, d, J = 8.4 Hz), 
7.54 (IH, q, J = 7.6 Hz), 7.69 (IH, d, J = 10.4 Hz), 7.81 (IH, d, J = 8.0 Hz), 12.91 
(IH, s). 

^mi 1-2 9- Si 

tert--:/^)V 3- (2-Zfa=E7-^=^)V) - 5 - - h □- 1 H- 1 —O-y 

e r t-':f=^)]y 3-yD^-5--hD- 
\H-l-<y'^'J-)\^ti)^ifs^iyV-Yl. 0 g<D h;i/X>^ii52 Dm It, h 
U (1-Xh^vf-;W ^3. 2m 1 c}3j;Dfxh7+7. h U7x:i;i/7j^;^ 

-y^yn'^iy^u (o) 6 2 omg^&jDA, SJSfPa^Ti 0 o-CTSi^figMb 

□ Th^^7^-'(MX5";l/: ^^-tJ->=l : 7) T^M^J-glb^iB^k^tlO. 

»H-NMR (400 MHz, CDQa) 5 1.78 (9H, s), 4.80 (2H, s), 8.34 (IH, dd, J = 0.6, 
9.2 Hz), 8.47 (IH. dd, J = 2.3, 9.2 Hz), 9.26 (IH, dd, J = 0.6, 2.3 Hz) 

mm\ I - 2 9 - b 

tert--:r^)\^ 3- (-f^y^/ [1. 2-a1 lf'Ji^>-2-<;i/) -5-X 
h □ - 1 ff- 1 >y V^-;i/;t?;l/7H=^y U- h 

tert--f'^)\/ 3- (2-yp^7-b5';l/) - 5-xhD- 1 H- 1 -f^ 
yy-JI/;^;i/3j^^vl/-h0. 8 8gOxh7t:Ka7^>-p^iS'y-;U (1 : 1) 
lOmlUJg^b, 2-75y t!US^>2 4 Omg, ^^tK^-:)- h U 'i7A2 1 Om 

(i^S^X^^;)/ : ^:^-y->=l : ?) TlSii^i'l^ L^IB^k^^l 0. 3 8 g$:^^fi«& 
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'H-NMR (400 MHz, DMSO-dg) 5 1.69 (9H, s), 7.02 (IH, t, J = 6.6 Hz), 7.37 (IH, 
t, J = 6.6 Hz), 7.79 (IH, d, J = 7.5 Hz), 8.30 (IH, d, J = 7.5 Hz), 8.50 (IH, dd, J = 
2.3. 7,5 Hz). 8.65 (IH. d, J = 6.6 Hz), 8.71 (IH. s), 9.52 (IH, d, J = 2.3 Hz) 
Mi^m I - 2 9 - c 

terf-y^JU 5-75y-3-^5^V [1. 2 - a] hfU v>- 2 -< JU 
- 1 H- 1 — f >yV-)Vtl)lt^^i^U-h 

tert-y^}l 3-^5^^/ [1, 2 - a] tf U v>- 2 —f jU- 5 - - h 
n-lH-1-^ >yV-)lti)Vt^^zyU- hO. 4 8 g ^Ml^m 1-2 6-dt 

7 ) x-mm^m b^ia^b^ti o . 1 1 g mnm^ t vrmz, 

^H-NMR (400 MHz, CDCI3) 5 1.74 (9H. s), 6.84 (IH, t. J = 6.7 Hz), 6.98 (IH. dd, 
J = 2.4, 8.9 Hz). 7.22 (IH, dd. J = 6.7, 8.9 Hz), 7.71 (IH, d. J = 8.9 Hz), 7.93 (IH, d, 
J = 8.9 Hz), 7.95 (IH, d, J = 2.4 Hz), 8.19 (IH, d, J = 6.7 Hz), 8.33 (IH, s) 
I - 3 0 - a 

t e r t--y^)U 5- (7vH^g";i/) -3- (3-yJU^ny:r.=.M - IH 

^mmi -2 t e r t--:f^}l 5- i^ua^^)\^) -3- 

(3-7;i/:t07x-;i/) -lH-l—(>yV-}ltl)V-^^=¥i^U-h6 0 Omg 

^IB^b^i^ 5 7 1 m g timn^^^ t UT#fc. 

'H-NMR (400 MHz, DMSO-Dg) 6 1.69 (9H, s), 4.66 (2H, s), 7.42 (IH. td, J = 
8.0. 2.8 Hz), 7.67 (IH, td, J = 8.0, 6.0 Hz), 7.70 (IH, d, J = 8.4 Hz), 7.77 (IH, d, J = 
10.0 Hz), 7.87 (IH, d, J = 8.0 Hz), 8.19 (IH, d, J = 8.0 Hz). 8.21 (IH. s). 
w^m I - 3 0 - b 

teTt--f^)\/ 5- {y^Ji.'S-M - 3- ( 3 7 xz:;i^) - IH 
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tert-Zf^)\^ 5- (7vH;^5^Jl') -3- ( 3 -7;U:^D7x-JU) -1 
//-l—f >^y-;U;^j;i//}^^^->l/-h5 5 Omg(^x^y-;i/l Oml -xH 

^y-)l<=l : 0~9 : 1) vmm^mi^. ^I2{b-&tl4 2 7mg$, gSJI^fe^^B 

'H-NMR (400 MHz, DMSO-Dg) 6 1.68 (9H, s), 1.99 (2H, s), 3.89 (2H, s), 7.40 
(IH, td. J = 8.8, 2.8 Hz), 7.64 (IH, d, J = 8.4 Hz), 7.65 (IH. td. J = 8.0, 6.4 Hz), 
7.78 (IH. d, J = 10.0 Hz), 7.87 (IE, d, J = 8.4 Hz), 8.07 (IH, s), 8.09 (IH, d, J = 8.8 
Hz). 

mitm I - 3 0 - c 

[3- (3-7;U:ta:7x-Jl/) -lH-5--f >y7'JJU] :A^±^> 
tert--:r^)V 5- (75ypC5^;U) -3- (3-7;U:tn7xZ:;P) -1 

f;S^mx5";i/2 Oml ^SD<^, ^^0^m7K^::^ h U C7 AtK (20) , gSfPA^zKl? 

^H-NMR (400 MHz, DMSO-Dg) d 3.90 (2H, s), 7.24 (IH, td, J = 8.4, 2.4 Hz), 
7:40 (IH, d, J = 8.4 Hz), 7.55 (IH, d, J = 8.4 Hz), 7.57 (IH. td, J= 8.0, 6.4 Hz), 7.76 
(IH, d, J = 10.4 Hz), 7.87 (IH, d, J = 8.0 Hz), 8.05 (IH, s), 13.30 (IH, s). 

m.m 1-31 

tert-':r^)V 3- (3-7;l/:j-a7x-;i/) -5- (3-K;><5^;M - \H 

Wtmi-Z A-ht^mtLtzt e r t-y^}V 5- {i7UU:^^}V) -3- 
{Z-y)V-^u-7 3i-)V) -IH-l— f>^V-;i'*;U#=^'>^-N5 0 Omg 
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©7-feh>2. SmlMfd. mti-h^)^A2 1Bme^1ia^. m^TZmm 

^H-NMR (400 MHz, DMSO-Dg) 6 1.68 (9H, s), 4.87 (2H, s). 7.42 (IH, td, J = 
8.4, 2.8 Hz), 7.67 (IH, td, J = 8.0, 6.4 Hz), 7.70-7.78 (2H, m), 7.87 (IH, d, J = 
8.4Hz), 8.11 (IH, d, J = 8.8 Hz), 8.28 (IH, s). 

3- (3-7;u:ta:7x-;i/) - 1 - hu^ju- 1 h- 5— r>^^y-;u 

MiiMI -4-e-piljiLfep^5";i' 3- (3 -7;U:tD7a:-JU) - lH-5 
>y'/-)l:^)V^^i^U-h 2 . 4 3 g®xh^t HP7^>2 Smmti^t, 
6 0%*lg{b:^hU':7A (?Stt) 7 2 Omg<£JP;^, *?&T{c: 1 0 ^J-r^^^M^^. ^7 
OP hU7x-;i'P^^>3. 2 6g^iPA, l^mT3 05^rBl, ^iaTlBtPB^ii^U 

'fvyDt!;ux-T-;w^e>Mir<bb. ^la-fb^tio. 3 7 g$66^^tUT#fc. 

^H-NMR (400 MHz, DMSO-Dg) 6 3.85 (3H, s), 6.58 (IH, d, J = 8.8 Hz), 7.22 
(6H, d. J = 6.8 Hz), 7.28-7.40 (lOH, m), 7.58-7.64 (2H, m), 7.68 (IH, dd, J = 9.2, 
1.2 Hz). 7.74 (IH, d, J = 7.6 Hz). 8.62 (IH, s). 

mmm i - 3 2 - b 

r3- (3-7Jl^:^n7x-jU) - 1- K'J5^Jl/-l Jf-5— f >:$^7'J;i/] 

7k?^T. ^'^JV 3- (3-7;U:tn7xX;i/) - l - hU5";U- l H- 5 -f 
>^y-;l'*;i'5i^4^vU-h 3. 8 5 gOxh^t Ho7^>4 Dm 7jc 

^^bU5"'i7A7;u5n>>A5 3 smgSriinA, i^ig-es^j^p^i^ e.(c^jaT-3 0^5-^1 



112 



wo 02/083648 



PCT/JP02/03735 



i^m^mwi^. w*iii<£:Sx*>x-v3 >bfc (2(11) o ^iD'^rz^mmii^ib 

'H-NMR (400 MHz. DMSO-Dg) 6 4.55 (2H; d. J = 6.0 Hz), 5.18 (IH, t, J = 6.0 
Hz), 6.43 (IH, d, J = 8.8 Hz), 7.07 (IH, d, J = 8.8 Hz), 7.21 (6H, d, J = 6.8 Hz), 
7.27-7.40 (lOH, m), 7.52-7.62 (2H. m), 7.74 (IH, d. J = 7.6 Hz). 8.01 (IH. s). 
MifiM I - 3 2 - c 

5- (i7nn:^^)l) -3- (3 -7;U:ta7x-;i/) - 1 - h'J^;!/- 1 /f-^ 

^}^r\Z. [3- (3-7;i/:f0 7x-;W) -1- hU5^;U-lif-5— 

0. 4 5m\ . mt^^>7.)Vyyt-)V0. 23ml$:JnA, m.UXimMWLtz. 
KF^mz. TOX5^;H 5 0ml SrJDAfc^, 7lc, tSfPi^^TK^:)- h U >i7A7j<, IS 

fienfeiaiS^S:>'-rv:/Dt:;i/x— r;u*ie>ii*ssb, ^iB^b^tii. i3g<& 

^H-NMR (400 MHz, DMSO-Dg) 5 4.87 (2H, s), 6.49 (IH, d, J = 8.8 Hz), 7.18' 
(IH, d, J = 8.8 Hz), 7.21 (6H, d, J = 6.8 Hz), 7.25-7.40 (lOH. m), 7.56 (IH, td, J = 
8.0,7.2Hz). 7.62 (IH, d, J = 10.0 Hz), 7.75 (IH, d, J = 7.6 Hz), 8.24 (IH, s). 

^mm 1-33 

tert-Zf^)\^ 5- (hKa:^'>p^5";i/) - 3- (2-±y^)[^) -lH-1 

mmu-2 4-a\zmcx. umii-i2-&v§iT^Lrz^^)v 3- (2 
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'H-mm (400 MHz, DMSO-de) 6 1.69 (9H, s), 4.69 (2H, d, J = 5.5 Hz). 5.37 (IH. 
t, J = 5.5 Hz), 7.61 (IH, d, J = 9.6 Hz), 7.61 (IH, ddd, J = 1.3, 3.2, 9.6 Hz), 7.64 (IH, 
dd, J = 1.6, 8.5 Hz), 7.99-8.03 (IH, m), 8.08-8.12(lH, m). 8.11 (IH, d. J = 1.6 Hz), 
8.14 (IH, d, J = 8.5 Hz), 8.14-8.17 (IH, m), 8.17-8.19 (IH, m), 8.58 (IH, bs) 

mmm 1-34 

rs- (3-7;U:t-a7x-;i/) -1- (:Ah^i^}^^M -1 H-S-^y-^V 

^mmi -4-en^nrzy^^)v 3- (3-7;u;j-D7x-;i') -ih-s- 

Lfc, Si;&^s^c^□o^5";M5^;^x-x;^o. 4mi ^tpA^iSTs o^>^j$b 
ft, Kjs^?g?{c7jc<£jpx.i^mx5^;i'T2iHitttiib, w^s^TKTtife^^, ^^Ti^mm-^ 

if^=y^AX'nmL:k. mm'&ms.T^^L. z^^)tiy)Vti^Ai7 n^h^yy^ 
- mmj:^)l:^^^>=l : 1 0) rmik^^&U 3- (3-7)V^ 

07xx;U) -1- (/ h+v^^';!/) - IH- S—OyV-JVtDVt^^^'yU- 
hO. 9 5 s^m^§^^i^^tVX%fto il0ib-&tl<£xh^t H07^>1 5m 

\\zmm\^> 7mi::':^-i'y:/5^;i'7;i'5x^7A8. omi {h)iJL>mo 
tzo mm^UBT^^i^. mtiit^i^o. 7 s g^m^^^mtvxntzo 

iH-NMIl(400MHz,CDCl3) 6 3.36 (3H, s), 4.85 (2H, d, J = 5.0 Hz), 5.76 (2H, s), 
7.11 (IH, dt, J = 2.8, 8.3 Hz), 7.48 (IH, dt, J = 6.5. 8.3 Hz), 7.50 (IH, d, J = 8.9 Hz), 
7.62 (IH, d, J = 8.9 Hz), 7.68 (IH, d, J = 10.9 Hz), 7.77 (IH, d, J = 8.9 Hz). 8.00 
(lH,s) 

mmm I - 3 5 - a 
3-7'D^- 1 H-'i>:^'/-)l 

^mn-i 4-a(Dijmzmcx. ih-<>:5^v'-;h. oogTS^e, ma 

it^^ 1 . 5 8 g ^JUlfi^^B t Lxntz, 
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'H-NMR (400 MHz, DMSO-Dg) 6 7.23 (IH, tt, J = 8.0, 1.2 Hz), 7.46 (IH, tt, J 
= 8.0. 1.2 Hz), 7.58 (IH, dd, J = 8.0, 1.2 Hz). 
fiJM I - 3 5 - b 

3- (3-7;U:j-D7x^JP) - I H—i >6^'J-Jl 

7 -h0:^mzmCX. Z-':fu^-\H-^y'^^J-)V2 0 Om 

»H-NMR (400 MHz, DMSO-Dg) 6 7.20-7.28 (2H,in), 7.43 (IH, td, J = 8.0, 1.2 
Hz) 7.57 (IH, td, J = 8.0, 6.0 Hz), 7.61 (IH, dd, J = 8.0, 0.8 Hz), 7.75 (IH, ddd, J = 
10.4, 2.8, 1.2 Hz). 7.86 (IH, ddd, J = 8.0, 1.2. 1.2 Hz). 8. 10(1H. dd, J = 8.0. 0.8 Hz). 
13.37 (IH. s). 

m^m I - 3 6 - a 

1 - (2. 2->?xh^'>xh^i/) -4-7;i/;j-n^>'tf> 

4-7;U:i-n7xy-;H 0. O g:feJ;t;:/n^7-lr h7;i/xh H 'Jx.=J')V7 
-b^-;H 6. 1ml 0v^5";i/JjNjl/A7;Uxkh' 1 0 Om 1 ^mzmMTQ^Mti 

^)ViJ=7h.i7U-^h!f=yy^- (i^i?X5^;U: n-^^-^y=Q : 1 0~1 : 2 0) 

■vmm.'^mh. mmt^m n. 3 g ^m^m^m t uT#fc. 

'H-NMR(400MHz, CDCI3) 6 1.25(3H,t, J = 7.2Hz), 3.58- 3.67(2H, m), 
3.71 • 3.80 ( 2H, m ), 3.97 ( 2H, d, J = 5.2 Hz ), 4.82 ( IH. t, J = 5.2 Hz ), 6.84 - 6.88 
(2H,m), 6.93 -6,99 (2H, m) 

nmm I - 3 6 - b 

5-y}l^n [b'\ ^>V77> 

l-(2. 2-5^Xh^e/Xh^V)-4-7;i':tD^>-1f>l 6. 0 gOn-'\ 
^1t>5 Om 1 ^^^fC^iSTamb e r 1 y s t 1 5 3. 2 g^in^. 2 0 OX: 
Tl l^Ki«ri=Lfcm, ambe r 1 y s t 1 5^ii5&L^, ^^^MJETS^U, 
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»H-NMR ( 400 MHz, CDCI3) 6 6.74 ( IH, dd, J = 1.2, 2.4 Hz ), 7.02 ( IH, dt, J 
= 2.4, 8.8 Hz ). 7.25 ( IH. dd, J = 2.4. 8.8 Hz ), 7.41 - 7.44 ( IH, m ), 7.65 ( IH, d. J 
= 2.4 Hz) 

mm.m i - 3 e - c 

^^^ffi^T, 5-7;U:d-0/<>V'77>2. 0 gOx h^k KD7^>1 5 0 

m 1 ^Mt- 7 8t:Tl . 5 9M n-^=^)V^J^^A<Dn-^^D->m\^lB. 
5ml^JnA> migTlO^Psl OX:!^! O^fSmWLftc -78t:ThUXh^ 

;^7y;i/*7A^D-7h^^7^- n-A.:^1^->=l : 3~1 : 1) 

'H-NMR ( 400 MHz, CDCI3) 6 7.09 ( IH, dt, J = 2.4, 8.8 Hz), 7.29 ( IH, dd, J 
= 2.4, 8.8 Hz ), 7.33 ( IH, s ), 7.44 ( IH, dd, J = 4.0, 8.8 Hz ) 

nmi I - 3 6 - d 

3 -3-}^- 5 --hn- 1 H—i >'$^'J-}V 
S-nhn-f >i$^\/-;H 7. 0 g©e^^5^;U3j^;i/A75 Hi O Oml fcgjgT 

^5?St7]<l 5 0ml:feJ:lK>'X5^;i/X-x;i/2 0 0ml ^JOA. ^mitz^^^m 

m-mm ( 4oo mhz, dmso-Db) e i.u ( ih, d. j = 9.2 hz ), 8.23 ( ih, dd, j = 

2.4, 9.2 Hz ), 8.30 ( IH, d, J = 2.4 Hz ), 12.01 ( IH, brs ) 

m.i&m I - 3 6 - e 

3-3-K-5-xha-l-h'J lH--i >^'/-)U 

^mnm^T. 3-3-h*-5-xha-i/f— r>yv-;i/2 7. 5g®xh 
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7t Ho77>3 0 0ml jg^KHO'C-ee 0%7K^^b:M-'J'>A6. 1 g^iP^LT, 

'H-NMR ( 400 MHz, DMSO-De) 5 6.42 ( IH, d. J = 9.2 Hz ). 7. 13 - 7.32 ( 15H, 
m ), 7.89 ( IH, ddd. J = 0.4, 2.4, 9.2 Hz ), 8.44 ( IH, d, J = 2.4 Hz ) 

mmm I - 3 6 - f 

3-f5-7;U:^a [6] ^>Vy 2 JV)- 5 -^hu- 1 - h^J^Jl- 
IH— f >W-J1/ 

SJjilRII -2 6-cO;&fe{'2pi;T, 3-3-H-5--l>n- l-hU5^;U- 
1 H-^>yV-)VS 0 0mg^^ZS5-yA^n-2-^>V [6] 7^>3}?n 
>mi 7 SmgcbO, ^IBib^t)2 5 5mg ^r^^fi^^il^t LT#fc. 

'H-NMR ( 400 MHz, CDCI3) 6 6.49 ( IH, dd, J = 0.8, 9.2 Hz ), 7.08 ( IH, dt, J 
= 2.4, 9.2 Hz ), 7.15 - 7.36 ( 17H, m ), 7.59 ( IH, dd, J = 4.0, 9.2 Hz ), 7.90 ( IH, dd. 
J = 2.4, 9.2 Hz ), 9.25 ( IH, dd, J = 0.8, 2.4 Hz ) 

^mm I - 3 6 - g 

3-(5-y)Vyi-n [b] ^>Vyy>-2-^}V)-l-h^)^Jl-lH-^>-y 

v-;i/-5— i';P7$> . 

M^JI -2 6-d<D:^mzm\:X. 3-(5-7;U^P^>^/ [b] 7y>-2 
—()V)- 5-xhn-l-h'J ^)V- 1 H-^ >y V- ;U 2 5 0m s^^^m 
tLX. ^IB^b'&tll 7 ZmE^U^m^BmtLX%fzo 

•H-NMR(400MHz,CDCl3) (5 3.67(2H, brs), 6.25 ( IH, dd, J = 0.8, 9.2Hz), 
6.49 ( IH, dd, J = 2.4, 9.2 Hz ), 6.97 ( IH, dt, J = 2.4, 9.2 Hz ), 7.02 ( IH, d, J = 0.8 
Hz ), 7.20 ( IH, dd, J = 2.4, 9.2 Hz ). 7.20 - 7.31 ( 15H, m ), 7.45 ( IH, d, J = 2.4 
Hz ), 7.47 ( IH, dd, J = 4.0, 9.2 Hz ) 

mm\ I - 1 
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JV5- (3-hr'J v?;i/:>^^Jl/) - 3- (4-7;i/^n7ir.;i/) -Itf-S—O 

;i/75>7 omgoD$;p^^;i/Ji^;UA7$ KO. 5ml ^^eE:fe.kafi -x5^;^-3- 
(3-i^p<5";l/75y:/□tr;^) H -mse^ (=wsc-hci) i 

2 4mg$ljnA, ^^aT4 0raJ*L;^, ^*$i^g!X5^;i/2 5m 

miit^<^ 1 0 9 m g ^mn^m^ t Lxntz. 

»H-NMR (400 MHz, DMS0-D6) 6 4.55 (IH, d, J = 5.6 Hz), 7.34-7.44 (3H, m), 
7.65 (IH, d, J = 8.8 Hz), 7.75 (IH, d, J = 7.2 Hz), 7.96 (IH, d, J = 8.8 Hz), 8.07 (2H, 
dd, J= 5.6, 8.8 Hz), 8.46 (IH, d. J = 8.0 Hz), 8.58 (IH, s), 8.61 (IH, s), 9.23 (IH, t, 
J = 5.6 Hz), 13.49 (IH, s). 

mmm i - 2 

JV5- (3-lf'JS^JV^^Jl/) -3- (3-;i7aa7xx;v) -li/-5— f>y 

1 H- 5 >-$^V-)Vi}}Vts>m6 Omgt. 3-t!ii'J;U75>3 5mg;5^e>, 

»H-NMR (400 MHz, DMSO-De) 6 4.56 (IH, d, J = 5.6 Hz). 7.36 (IH, dd, J = 
4.8, 8.0 Hz), 7.51 (IH, d, J = 8.0 Hz), 7.61 (IH, t, J = 8.0 Hz), 7.66 (IH, d, J = 8.8 
Hz), 7.76 (IH, d, J = 8.0 Hz), 7.97 (IH, d, J = 8.0 Hz), 8.02 (IH, s), 8.03 (IH, d. J = 
8.8 Hz), 8.46 (IH, dd, J = 1.6, 4.8 Hz), 8.59 (IH, d J = 1.6 Hz), 8.62 (IH, s), 9.26 
(IH, t, J = 5.6 Hz), 13.62 (IH, s). 

mmm i - 3 

iV5- (3-bf'Jv?;u^5^;i/) -3- [3- (m7;i/^a><5^;u) 7x^;ui - 
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mmmi -i\zmc. s^mmi-ie-cnmi^tzs- [3- (h^jyju^n:^^ 

5>2 8mg75^e>, M{k^#l2 8mg ^Sfiig^t UT#fc, 

'H-NMR (400 MHz, DMSO-Dg) (5 4.56 (2H, d, J = 6.0 Hz), 7.37 (IH, dd, J = 
4.8. 8.0 Hz), 7.69 (IH. d, J = 8.8 Hz), 7.76 (IH, d, J = 8.0 Hz), 7.79-7.87 (2H, m), 
7.98 (IH, d, J = 8.8 Hz), 8.28 (IH, s), 8.38 (IH, d, J = 6.0 Hz), 8.46 (IH, d, J = 4.8 
Hz), 8.59 (IH, s), 8.64 (IH, s), 9.26 (IH, t, J = 6.0 Hz), 13.69 (IH. s). 

mmm i - 4 

N5- (3-lf' J>^;i/^5^Jl/) -3- (3-pt m^v7x-;i/) -lH-5— f> 

m&m I - 1 \zm\:. mm\ 1 - 1 sx-mrnvrz 3 - ( 3 h^->7x- 

'H-NMR (400 MHz, DMSO-De) 5 4.56 (2H, d, J = 5.6 Hz), 7.02 (IH, d, J = 8.0 
Hz), 7.37 (IH, dd, J = 4.8, 7.6 Hz), 7.48 (lH,.t, J = 8.0 Hz),7.53 (IH, s), 7.62 (IH, d, 
J = 8.4 Hz), 7.64 (IH, d, J = 8.0Hz), 7.75 (IH, d, J = 7.6 Hz), 7.95 (IH, d, J = 8.4 
Hz), 8.46 (IH. d, J = 4.8 Hz), 8.58 (IH, s), 8.62 (IH. s). 9.26 (IH. t, J = 5.6 Hz), 
13.49 (IH. s). 

mmm 1-5 

N5- r (15) -1- (bFD^->^^;i/) -2-/^;i/:^Deju] -3-0 

mii^JI -4T^#^^^fc3- (3-7;i/:tD7x-;i/) -iH-5-'r>^7- 
)Vt}}\^^>Ml 5 Omgt. Aijy-;UO0. 5M7-feh-h 'J;i'^^l. 2ml 

'H-NMR(400MHz,DMSO-d6) 6 0.90 (3H, d, J = 8.0 Hz), 0.92 (3H, d, J = 8.0 
Hz), 1.88-2.00 (IH, m). 3.48-3.60 (2H, m), 3.78-3.87 (IH, m), 4.55-4.66 (IH, m), 
7.23-7.30 (IH, m), 7.56-7.65 (IH, m), 7.62 (IH, d, J = 8.4 Hz). 7.80 (IH, d. J = 10. 1 
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Hz). 7.86-7.96 (2H, m), 8.15 (IH, d, J = 8.4 Hz), 8.54 (IH, s) 

mmm I - 6 

N5- [ (IR) -2-bHa4^v-l-7x-Jl/X^;U] -3- (3-y}Vtn 

)\/^)V^>m5 0mgt. R (-) -2-7x-;U^'Ji^/-;i'3 Omg^ai^li 

^H-NMR(400MHz,DMSO-d6) 6 3.64-3.79 (2H, m), 4.88 (IH, t, J = 6.0 Hz), 5.12 
(IH, dt, J = 5.7, 8.2 Hz), 7.19-7.24 (IH, m), 7.28 (IH, dt, J = 2.4, 8.2 Hz), 7.29-7.84 
(2H. m), 7.38-7.42 (2H. m), 7.61 (IH, dt, J = 6.3, 8.2 Hz), 7.64 (IH. d, J = 8.9 Hz), 
7.80 (IH, d, J = 10.1 Hz). 7.90 (IH, d, J = 7.7 Hz), 7.95 (IH, d, J = 8.9 Hz), 8.61 
(IH, s). 8.84 (IH, d, J = 8.2 Hz), 13.57 (IH, s) 

mmm i - 7 

N5- [(IS) -2-fcHD^v- l-7x:t^5";U] -3-^>'/ {b^ ^:t7 

^mmi - 1 QX'^mbtcS -^>V [/?] 5":t7x>-3-<;U-lif-5- 
^ >^V-)Vtl)Vts>m5 Omg(Dv';>^5^;i/AjN;l/A75 K4ml ^^{C, (2 S) 
-2-75/-2-7xz:;U-l-X:$'y-;i/2 Smg, 1-k KP^'>'^>yh 
U7\/-;U- iTKfntiS 9mg, ^^Ul-JL^)\^-S- (3-e^^5^;l/75/y 

6nfcJfii^SSg^mx^;u-i;x5';ux-x;Pc);0«^Sb, m&i\^^m4: 6mg 

'H-NMR (400 MHz, DMSO-De) <5 3.66-3.81 (2H, m) 5.00 (IH, t, J = 5.6 Hz). 
5.16 (lH,td, J = 8.0, 5.6 Hz), 7.24 (IH, t, J = 7.6 Hz). 7.33 (2H, t, J = 7.6 Hz), 7.42 
(2H, d, J = 7.6 Hz), 7.45-7.55 (2H. m). 7.68 (IH. d. J = 8.8 Hz), 7.99 (IH, d, J = 8.4 
Hz), 8.11 (IH, d, J = 8.8Hz), 8.50 (IH, s). 8.65-8.70 (2H, m), 8.81 (IH, d, J = 8.0 
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Hz), 13.55 (IH, S). 

mmm i - s 

N5- [1- (h Ha^'>><^Jl/) ->^a^>^;i/1 -3 - (3-y)V^nyjLZi 

mmmi-4i;^ibnftZ- (3-7;U:ta7x-;U) -iH-5-^>yv- 
)Vtl)lts>J^l 8 Omgi:> 1-75^- 1 -i^i7a^>^>y^i^ 1 5m 

iH-NMR(400MHz,DMSO-d6) 6 1.51-1.60 (2H, m), 1.63-1.72 (2H, m), 1.72-1.80 
(2H. m), 1.97-2.07 (2H, m), 3.60 (2H, d, J = 6.1 Hz), 4.87 (IH, t, J = 6.1 Hz), 7.26 
(IH, dt, J = 2.7, 8.7 Hz), 7.59 (IH, dt, J = 6.3, 7.9 Hz), 7.59 (IH, d, J = 8.6 Hz), 
7.80 (IH, ddd, J = 1.6, 2.7, 10.5 Hz), 7.94 (IH, s), 8.49 (IH, s), 13.51 (IH, s) 

mmm i - 9 

7V5- (2 -h l^a=^'>-2-7xr:;i^x^;U) - 3- (3-7;i/^a7x-Jl/) 

- 1 H- 5 — r >y^y-)vti)vts^'d-s. h 

mmmi-4xn^nft3- (3-7;u^a7x:2;i/) - ih-s-^>^v-)v 

tl)lt^>mi 8 Omgt. 2-75y-l-7x-;UX^y~-;H 3 7mgSffl^ 

MKsftuT, iiM«?iji-7{c2fii;T, m^^t^^7 smg^mm^ti^xnfto 

^H-NMR(400MHz,DMSO-d6) 6 3.30-3.37 (IH, m), 3.51 (IH, ddd, J = 4.6, 5.8, 13.2 
Hz), 4.80 (IH, dd. J = 4.6, 8.3 Hz), 5.56 (IH. d, J = 4.6 Hz). 7.21-7.26 (IH, m), 7.28 
(IH. dt, J = 2.4, 8.4 Hz), 7.30-7.35 (2H, m), 7.36-7.40 (2H, m), 7.60 (IH, dt, J = 6.3, 
8.4 Hz), 7.62 (IH, d, J = 9.2 Hz), 7.81 (IH, d, J = 10.4 Hz), 7.90 (IH, d, J = 9.2 Hz), 
7.90 (IH, d, J = 8.4 Hz), 8.54 (IH, s), 8.76 (IH, d, J = 5.8 Hz), 13.54 (IH, bs) 

m&m I - 1 0 

N5- (2 -t: Ka:^y7^abr;U) -3- (3-7;U:ta7xx;U) -lH-5- 

^mmi-4xn^nrz3- (3-7;i':tD7x-;i/) - 1 h- 5 -<>i/7-;u 
;^7;i/i}^>^i 8 omgt, i-7sy-2-:/o/'^y-;uo. o ami^mmmn 
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'H-NME(400MHz,CDCl3) 6 1.29 (3H, d, J = 5.0Hz). 3.38 (IH, ddd, J = 4.9. 7.4. 
14.0 Hz). 3.73 (IH, ddd, J = 3.0. 6.5, 14.0 Hz). 4.06-4.13 (IH, m), 6.75-6.81 (IH, 
m), 7.14 (IH. dt, J = 2.5, 8. 1 Hz), 7.49 (IH, dt. J = 6.2, 8. 1 Hz), 7.55 (IH, d, J = 8.8 
Hz). 7.68 (IH, ddd, J = 1.4. 2.5, 9.7 Hz), 7.76 (IH, d, J = 8.1 Hz), 7.86 (IH, dd, J = 

I. 8, 8.8 Hz), 8.49 (IH, d, J = 1.8 Hz) 
^JKS^JI-l 1 

7V5- [1- (4-^aa7x-Jl/) -2-b Ha^->x5^;i/] -3- (3-7)1 

:ta7x-ji/) -iH-5 — r >yv-;u:^;u7}^^^-t>-$ k 

Jl/*;i'4?>^l 8 Orngt, 2-75y-2- (4 -.^7 oo7x-;|/) - 1 -X^' 
y-;H l2mg^ih^mnt\^X. HJH^J I - 7 fcepCT, |gSB<b^tl5 5mg 

^H-NMR(400MHz,CDCl3) 6 4.03 (IH, dd. J = 5.4. 11.4 Hz). 4.07 (IH, dd, J = 4.1, 

II. 4 Hz). 5.30 (IH. ddd. J = 4.1. 5.4. 11.4 Hz). 7.02 (IH. d, J = 7.0 Hz), 7.14 (IH, 
dt, J = 2.3, 8.0 Hz), 7.36 (4H, s), 7.49 (IH, dt, J = 6.0, 8.0 Hz), 7.56 (IH, d, J = 8.7 
Hz), 7.68 (IH, ddd, J = 1.5, 2.3, 9.9 Hz), 7.76 (IH, d, J = 8.0 Hz), 7.87 (IH, dd, J = 
1.7, 8.7 Hz), 8.55 (IH, d, J = 1.7 Hz) 

mmm 1-12 

A^5- {2-hHa^'>-l- [4- (hU7;U:ta^^;U) 7xXJU] X^JI/} 

-3- (3-7;u^P7xxju) -i/j-5--f >W-;i^jt?;i/;i^^it$ H 

^ii^yi -4T?#e)tlfc3- (3-7;i/:tD7xx;U) - 1 5 —f>:S^V^- 
)ViJ)Vt^>mi 6 2mgt. 2-75 7-2- [4- ( h U 7;i/:tOpC5^;W 7x 
x;H -l-x^/-;H 3 Omg^tB%J^i^i:UT, UliEM I - 7 ti^UT, U 
I3{b^#l 8 0 m g ^M^m^ t bxntz. 

'H-NMR(400MHz.DMSO-d6) 6 3.66-3.83 (2H. m), 5.07 (IH, t. J = 5.5 Hz), 
5.12-5.22 (IH, m), 7.28 (IH, dt, J = 2.5, 8.7 Hz), 7.58-7.68 (2H, m), 7.65 (2H, d, J = 
8.2 Hz), 7.69 (2H, d, J = 8.2 Hz), 7.80 (IH, bd, J = 10.5 Hz), 7.90 (IH, d, J = 8.7 
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Hz). 7.94 (IH, d, J = 8.8 Hz), 8.62 (IH, s), 8.94 (IH, d, J = 7.8 Hz), 13.68 (IH, s) 

nmm 1-13 

N5- (2. S-e^bKa^v^^DtfJI/) -3- (3 -7;U:j-a7x-Jl/) -IH 

iHigMi -4-e#e>nfc3- (3-7JU^o7x-;i/) - 1 /f-5--f >^y- 

;i/*JU7t?>iSl BOmgi:, 3-75^-1, 2 -yo/1>i^:t-;U0 . 08ml 
<&til^lii|St<i:UT, IISS^«II-7I::2PI;t, mB<b^«K/4 Omg ^SififftJb^tit t 

^H-NMR(400MHz,CDCl3) 6 3.17-3.24 (IH, m), 3.24-3.40 (2H, m), 3.40-3.57 (IH, 
m), 3.62-3.70 (IH, m), 4.59 (IH, bs), 4.86 (IH, bs), 7.27 (IH, dt, J = 2.2, 8.4 Hz), 
7.60 (IH, dt, J = 6.3, 8.4 Hz), 7.63 (IH, d, J = 9.0 Hz), 7.81 (IH, d, J = 10.1 Hz), 
7.91 (IH, d, J = 8.4 Hz), 7.93 (IH, d, J = 9.0 Hz), 8.59 (IH, s), 8.65 (IH, t, J = 5.6 
Hz) 

mmm 1-14 

;v5- [1- (2-7JU^D7x-;u) -2-h Ha^->x5^;i^] -3- (3-7 

SSiiMl -4i?#Stifc3- (3-7Jl/;i-o7x-;i/) -iH-S—Or^V- 
)Vi3)Vts>mi8 0mgt. 2- (2-7;i/:t-0 7xr;i') i^U -;H 5 5m 

g ^m^m^t LTs mmm i - 7 {;:jpi;t. TO^b^ti 5 img tim^m^tL 

»H-NMR(400MHz,CDCl3) 6 3.66 (IH, dd, J = 5.3, 11.0 Hz). 3.72 (IH, dd, J = 8.0, 
11.0 Hz). 5.10 (IH. t, J = 6.0 Hz), 5.41 (IH, ddd, J = 5.3, 8.0. 8.1 Hz), 7.13-7.19 
(2H, m), 7.25-7.31 (2H, m), 7.50 (IH, dt, J = 2.4, 7.9 Hz), 7.62 (IH, dt, J = 6.3, 7.9 
Hz), 7.64 (IH, d. J = 8.9 Hz). 7.80 (IH, ddd, J = 1.6, 2.4, 10.5 Hz), 7.90 (IH, d, J = 
7.9 Hz), 7.94 (IH. dd, J = 1.6, 9.0 Hz), 8.62 (IH, s). 8.90 (IH, d, J = 8.1 Hz) 

^mm 1-15 

N3- C3- (3-7;i/:ta7x-JU) - 1 H- 5 --f >^VJ K 

m^mi-ze-vm&vft t e r t—:f^)]/ 5-75^-3- (3-7ji/:i-D7 
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x-;U) -lH-1-^ y^^/-}\/ti)\/if^^=iyV- h 1 0 Omg h 'JX5^;U7 
S>0. Im 1 <D-r h^t h'P7^>^ie?5m ] (3, -□5^>i?^D'J Kli^:^5 

^H-NMR(400MHz,DMSO-dfi) 5 7.24 (IH, dt, J = 2.4, 8.3 Hz), 7.55-7.63 (3H, m), 
7.69 (IH, ddd, J= 1.7, 2.4, 10.2 Hz), 7.79 (IH, s), 7.80 (IH, d, J= 8.3 Hz), 8.32 (IH, 
dt, J = 1.9, 8.1 Hz), 8.57 (IH, s), 8.76 (IH, dd, J = 1.9, 5.0 Hz), 9.14 (IH, d, J = 2.4 
Hz) 10.53 (IH, s), 13.39 (IH, s) 

%im\ 1-16 

7V1- rS- (3-7;P:ta7x-jl/) - 1 ff- 5 — T >3^V^'J -2- (2- 

^iiiaj I - 2 6 TUiiUfc t e r 5-7Sy-3- {z-^mu 

7x-;U) -lH-l-'r>:5'y-;i'*;pjH^->l/~hl2 0mgt, 
X >ltmi:7 n ij H 0. 0 5ml ■^)mMmt. \^X%mm 1-15 fc:t^(.\ ^IB-ft^ 
tl 2 0 m g ^M-SI^tI? t bT#fc, 

iH-NMR(400MHz,DMSO-de) 6 4.01 (2H, s), 7.06-7.13 (3H, m), 7.34 (IH, dd, J = 
1.8, 4.6 Hz), 7.38 (IH, dd, J = 1.6, 8.6 Hz), 7.41 (IH, bs), 7.45 (IH, d, J = 8.6 Hz), 
7.47 (IH, dt, J = 6.0, 7.8 Hz), 7.64 (IH, d, J = 9.9 Hz), 7.72 (IH, d, J = 7.8 Hz), 8.20 
(IH, d, J=1.6 Hz) 

%%m 1-17" 

N\- [3- (3-7jl/^P7x-;l^) -l//-5--r>:$^V'J;U3 -2- (4- 

7x-;u) -iH-i-i'>^\/-;i/*;i/7i^^->w-h5 0mgt, 4-fcr'j>';i/ 

fm')mM2^m%. h'jX5")l/75>0. 0 5m 1 ©xh^t HD77>^tK 
SmUC, 1, 1 ' -;^;Uj}<i:;i'i^-f 5^^y~Jl/3 7mgi&.fi^^J<i:LT^ST-S 

«tcinA;t, B.^^WT'^. RmL-^mmm I - 2 5 - b 5 Nig^-c^asu, 

^IBfb^tl 1 1 m g LTtffc. 
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»H-NMR(400MHz,DMSO-d6) 6 3.73 (2H, s), 7.15 (IH, dd, J = 1.8. 9.1 Hz), 
7.20-7.27 (IH. m), 7.30 (2H, d, J = 8.8 Hz), 7.48 (2H. d, J = 8.8 F-), 7.55-7.60 (5H, 
m), 10.03 (IH, bs), 13.35 (IH, s) 

^mm 1-18 

jV- rs- (3-7;U;j-a7x:=i;U) -lH-5—(>yV^)M :^^>:x.}UTis^ 

7x:z;L/) - lH-1 — OyV-Jl'tiJl^t^^i^U-h 5 0mg©T-h7t h*07 
yy2m\mm\Z. hUX5^;i/75>3 0 u K ^^Umt;^i^ >7.)Vts~)l^l 5 

iH-NMR(400MHz,DMSO-d6) 8 2.92 (3H, s), 7.24 (IH, dt, J = 2.7, 8.8 Hz), 7.33 
(IH, dd, J = 1.8. 8.8 Hz), 7.57 (IH. t, J = 7.5 Hz), 7.59 (IH. d, J = 8.8 Hz). 7.65 (IH. 
d. J = 10.4 Hz), 7.78 (IH, d, J = 7.5 Hz), 7.86 (IH, d, J = 1.8 Hz), 13.40 (IH, bs) 

m&m 1-19 

N\- C3- (3-7;i/^a7xnj|/) -lH-5-^>:S^VUJU1 -2. 2. 2 
MMI -2 6T'S[jiUfc t e r t-7'5";i/ 5-75^-3- (3-7;i';fD 

7x-;i/) - I H-i-^yyv-)Vti)V^^^i^v-vz Qmst. m\:,2, 2, 

2-h'j7;i':^P-l-X:5'>;^;U7|>-;i/0. O 2ni l SrtBBTO^tbT, 

i-i8(c:2^i;, w^i^'tm2^mg^m^mi^tLxnti. 

'H-NMR(400MHz.DMSO-ds) 64.48 (2H. q, J = 10.0 Hz). 7.24 (IH. dt. J = 2.6. 
8.0 Hz), 7.31 (IH, dd, J = 1.8, 8.9 Hz), 7.58 (IH, dt, J = 5.8, 8.0). 7.61 (IH. d, J = 
8.9 Hz), 7.67 (IH, ddd, J = 1.5, 2.6, 10.1 Hz), 7.76 (IH, d, J = 8.0 Hz), 7.87 (IH, d. 
J = 1.8 Hz). 10.29 (IH. bs), 13.42 (IH. s) 

mmm 1-20 
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Nl- [3- (3-7JU:j-n7x-;U) -IH-S—pyV^JM -4-^5^JI/ 

- 1 -^>i£>X)lt^±5. H 

M^JI -2 6TMbfc ter 5-75 7-3- {3-y)Utn 

7xZ.;i/) - 1 H- l—OyV-JUtlJi^r^^i^U-h 5 Omgt, m<tp-h)\^ 
x>:^;U7Jn-;1'3 Omg^m^M^iilxT, ||Jfi0i| I - 1 8 ^te^b^tis 

'H-NMR(400MHz.DMSO-d6) 5 2.28 (3H, s), 7.15 (IH, dd, J = 1.8, 9.1 Hz), 
7.20-7.27 (IH, m), 7.30 (2H, d, J = 8.8 Hz), 7.48 (2H, d, J = 8.8 Hz), 7.55-7.60 (5H, 
m), 10.03 (IH, bs), 13.35 (IH, s) 
HifSfll 1-21 

N4- [3- (3-y}]/:tny3i=L)\^) - 1 H- 5 — r >^yj JP] -4-^;i/7l> 
'J >:^JI/:i<'^1j-$ K 

nT&mi-2 6-vmmhit t e r t-:f^)l 5-75 7-3- (3-y)V:tn 

yt))\^t^=.)li7 □ U F 3 Omg ^ih^mnt LT. MMM 1-18 \z^^^. mi<t 

'H-NMR(400MHz,DMSO-de) 8 3.40-3,47 (4H. m), 3.58-3.63 (4H, m), 7.21 (IH, 
dt, J = 2.7, 8.5 Hz), 7.48 (IH, d, J = 8.8 Hz), 7.53 (IH, dd, J = 1.4, 8.8), 7.56 (IH. dt, 
J = 6.5, 8.0 Hz), 7.65 (IH, ddd, J = 1.6, 2.7, 10.7 Hz), 7.76 (IH, d. J = 8.0 Hz), 8.14 
(IH, d, J = 1.4 Hz), 8.59 (IH, s), 13.21 (IH, s) 
1-22 

7V1- r (li?) -2-t: Ka=^->- l-7x^;UX5^Jl/] - (E) -3- [3- 
(3-7Jl/:tD7xXJl/) - lH-5— f >j^V'JJl/] -2-:^a^±5H 
Mii^^JI -2 5T^enfc (E) — [3- (3-7;U:tD7x-;i/) - 1 H- 5 

-<>^yu;H -2-yp'^>i?5 omgt, s (+) -2-7x-;i'^'jvy 

»H-NMR(400MHz,DMSO-de) 6 3.61 (2H. t, J = 5.5 Hz), 4.93 (IH, t, J = 5.5 Hz), 
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4.98 (IH, dt, J = 5.5, 8.1 Hz), 6.81 (IH, d, J = 15.6 Hz), 7.20-7.25 (IH, m), 7.24 
(IH, dt, J = 2.6, 8.6 Hz), 7.28-7.36 (4H, m), 7.56 (IH, dt, J = 6.0, 7.9 Hz), 7.55 (IH, 
dt, J = 7.9, 6.2 Hz), 7.62 (IH, d, J = 15.6 Hz), 7.63 (IH, d, J = 9.0 Hz), 7.65 (IH. d, 
J = 9.0 Hz), 7.78 (IH, ddd, J= 1.6. 2.3, 10.7 Hz), 7.89 (IH, d, J = 7.9 Hz), 8.30 (IH, 
8). 8.44 (IH, d, J = 8.1 Hz), 13.50 (IH, s) 

mmm 1-23 

a: 3-.(3-7;i/:ta7x:i;U) -5- { T (3S) Hp- 3 -75- 

^^nrn^y. (S) -S-t KD^^v'xh7t:HP75>40mg©xh7t 
h*n77>^?S(c, 6 0 %7K^{b:M- U (^^tt) 1 5mg$:lnx., ^iSTl S^J- 
mmWlyfco KJi^m\z. glii0OI-3 aT^igb^S - (^un:^^}V) -3 - (3 
-7;U:tn7x-;u) - 1 - hU^^JP- 1 H— f >^^/-;n 5 Omg, miti-h 

'J '^7 A 4 5 m g ^m^. ^JST 5 0 mmwv^, Kf^mzTi^^m^tzm. g^i!x5^ 

^^7^- (i^mx5^;i/: h;i/X>=0 : l-l : 9) T^tSS^i^giU, Um^t-^m 
8 4 m g ^ t LTftfc. 

»H-NMR (400 MHz, DMS0-D6) 6 1.90-1.97 (2H, m), 3.63-3.77 (4H, m), 4.19- 
4.25 (IH, m), 4.50 (IH, d, J = 15.6 Hz),4.52 (IH, d, J = 15.6 Hz), 6.46 (IH, d, J = 
8.8 Hz), 7.09 (IH, d, J = 8.8Hz), 7.17-7.40 (16H, m), 7.56 (IH, td, J = 8.0, 6.4 Hz), 
7.59 (IH, d, J = 10.0 Hz), 7.75 (IH, d, J = 8.0 Hz), 8.04 (IH, s). 
b : 3- (3-7;U:j-n7xXJl/) - 5- { C (3S) 5^h7fc:Ho-3-75x 

3- (3-7;i/:t0 7xx;i/) -5- { [ ( 3 S) x h 7 1 HP- 3 -77X;i/ 
:t=^'>] :^^M -l-hU^^JU-lH—f >^V-;i/8 2mg(DiS^b^5^U>i. 

6m 1 ^j^Clh •J-ryyPt!>ll'V7>0. 0 5m 1 4o<fcy^h'J7;U:toS^^0. 4 
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»H-NMR (400 MHz. DMS0-D6) 3 1.93-2.01 (2H, m), 3.64-3.81 (4H, m). 4.21- 
4.28 (IH, m), 4.59 (IH, d, J = 15.6 Hz),4.62 (IH, d, J = 15.6 Hz), 7.24 (IH, td, J = 
8.0, 2.4 Hz), 7.40 (IH, d, J = 8.4 Hz). 7.58 (IH. td, J = 8.0, 6.4 Hz), 7.59 (IH, d, J = 
8.4 Hz),.7.74 (IH, ddd, J = 10.4, 1.6, 2.4 Hz), 7.86 (IH, d, J = 8.0 Hz), 8.04 (IH, s), 
13.38 (IH, s). 

mmm 1-24 

N-X.9)V-N' - [3- (3-7JP;j-a7xr:Jl/) - 1 ff- 5 — f >:$^V'J;i/] 

7xz:;i/) -lH-l-^y^^/-)Vt))Viir^^-y\/-V^ 0mg<D7^h^h Hp7 
7>M5mlt. X5"jKVv7^^-hO. 0 1 5m 1 $:iJDA^?a-e 2 BtTOi* 

i^-^^^zy^AT-^mi^tzo mm^^^^. v'ryynt!;i/x-x;u<£jnAT5ji 
u m^t^^ 2 8mg ^mmmtLxnft, 

'H-NMR(400MHz.DMSO-d6) 6 1.05 (3H, t, J = 6.5 Hz), 3.11 (2H, dq, J = 5.6, 6.5 
•Hz), 6.06 (IH, t, J = 5.6 Hz), 7.21 (IH, dt, J = 2.9, 8.6 Hz), 7.30 (IH, dd, J = 1.7, 
8.9), 7.46 (IH, d, J = 8.9 Hz). 7.56 (IH, dt, J = 6.0, 8.1 Hz). 7.64 (IH, ddd, J = 1.4, 
2.9, 10.6 Hz), 7.74 (IH, d, J = 8.6 Hz), 8.22 (IH, s), 8.48 (IH, s), 13.17 (IH, s) 

mmm 1-25 

a : rs- (3-7;l/:j-a:7xXjU) -1- -lH-5-^> 

mjtm I - 3 4T'm^Lrz is - (3-7;i'^o7xx;i/) -1- (^h+f/^ 
mzmitti:it\zJ:0. 3- (3-7;i':to7xx;u) -1- (;>< h4^'>^5^;u) 
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5":d-7x>0. 1 5ml 0^<ixh7t:h*0 7^>^^i&> ^mmm^T-? 
8X:\Z}^mL. n-zr^)lV^^M. (2. 5M^^-y->?§^) 1. 8ml€:}STL, 

;i/:tn7x-ju) -1- (p^h^y^5^;i/) - lH-5-1'>:$^v^-;^:^J^#^+^• 
%=yKOn-RV^^-V^- (i^mx5^;U : ^:^-tf>= 1 : 6) T^SM^^il L^^IHib 
^ife 9 0 m g LT#fc. 

*H-NMR(400MHz,CDCl3) 5 3.37 (3H, s), 5.74 (2H, s), 6.24 (IH. s), 6.92 (IH, dd, 
J = 1.0, 3.4 Hz), 6.95 (IH, dd, J = 3.4, 4.8 Hz), 7.11 (IH, dt, J = 2.7, 8.2 Hz), 7.28 
(IH. dd, J = 1.0, 4.8 Hz), 7.48 (IH, dt, J = 6.5, 8.2 Hz), 7.54 (IH, dd, J = 1.9, 9.0 
Hz), 7.60 (IH, d, J = 9.0 Hz), 7.69 (IH, ddd, J = 1.2, 2.7, 9.9 Hz). 7.76 (IH, dt, J = 
1.2. 8.2 Hz), 8.12 (IH. d, J = 1.9 Hz) 

b ; rS- (3-7Jl/:j-P7x^Jl/) - lif-5-<>:$^l/'jJI/] (2-^X-;l^) 
[3- (3-7;i/:^0 7xn;i/) - 1 - (p< h+i^^^Jl/) -\H-^-^y^ 

yu;n (2-5"x-;u) p^iJ'y-ji/g omg$> m:m\\-4-c\zM.\-m\Li.. 
[3- (3-7>il/:i-a7x-;i/) -1- (pch^v^5";W - 1 //-5--i'>^y 
^))V\ (2-5^X-;U) p^tJ'y >8 5mg$r^S^ii!&*tLT#fc. ^O^b'&tlSix 
h^h Hn7^>3mnr?g<SU, S^Jtili? Im 1 <&iPA 1 BiOiJSSiEUfc. K 

h^^7^- (MX5^;1/: A^+i->=l : 5) LM-fb^tl 3 0 m g 

±ai©S;&T-^^ifeHJK«llgL.fcIiMi^-Z?fe-5 [3- (3-7JU:4-0 7xx;l') 
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-1- (tiKo^>>pt5";W -iH-s-^oyv^JJl] (2-5"x-;i/) 

'H-NMR(400MHz,CDCl3) 5 7.15 (IH, dt. J = 2.6, 8.4 Hz), 7.21 (IH, dd, J = 3.8, 
4.9 Hz), 7.50 (IH, dt, J = 6.6, 8.0 Hz), 7.64 (IH, d, J = 8.9 Hz), 7.67-7.72 (IH, m), 
7.71 (IH, dd, J = 1.0, 3.8 Hz), 7.74-7,79 (IH, m), 7.76 (IH, dd, J = 1.0. 4.9 Hz), 
8.02 (IH, dd, J = 1.4, 8.9 Hz), 8.61 (IH, d, J = 1.4 Hz) 

mm 1-26 

a •■ tert--:f^)V 3- ( 3 -7Jl/;j-a 7x-;i/) -5- [t:Ha4^-> (7x 

SSii^^il -2 t er t-7'5^;U 3- (3-7;U:tP7xn 

x-Jl'U5^'i7ACDl. 0 4N->d7OA^iJ->^tS0. S Sml^m^WMtL. ^ 

mmi-2 5-a\zmcx. TOt;-&ti3 omg^m'&m^mtLxnrz. 

'H-NMR(400MHz,CDCl3) 6 1.73 (9H, s), 6.02 (IH, bs), 6.24 (IH, s), 7.17 (IH, 
ddt, J = 1.3, 2.7, 8.5 Hz), 7.25-7.30 (IH, m), 7.32-7.37 (2H, m), 7.37-7.41 (2H, m), 
7.49 (IH, dt, J = 6.3, 7.8 Hz), 7.51 (IH, dd, J = 1.5, 8.6 Hz), 7.72 (IH, ddd, J = 1.7, 
2.7, 9.7 Hz). 7.88 (IH, dd, J = 1.3, 7.8 Hz), 8.06 (IH, d, J = 1.5 Hz), 8.13 (IH. d. J = 
8.6 Hz) 

b : rs- (3-y)V^nyx.-M - 1 H- 5 --T >^\/'J;i/] (7x-;i/) ^ 
tert--:r^)l 3- (3-7;i/:t0 7x-;i/) -5- [hh'P^^v (7x- 

M -iH-i-^>'$^'y-}vt}M^i^u-h3 0mg^mmmntv. 
n^m I - 4 - c \z%\^mtb. n^m i - 2 5 - b \z'^\^^ 5 m^m^9&mt^m 

\Z^Kl. <^ffi^t:^#l4mg^Mlf&*ttT#fcc 

'H-NMR(400MHz,DMSO-d6) 6 7.25 (IH, ddt, J = 0.7, 2.7, 8.6 Hz), 7.52-7.59 
(3H. m), 7.64-7.70 (IH, m), 7.69 (IH, ddd, J = 1.4, 2.7, 10.4 Hz), 7.74 (IH, dd, J = 
0.7, 8.6 Hz), 7.75-7.80 (3H, m, 7.83 (IH, dd, J = 1.5, 8.6 Hz), 8.38 (IH, dd, J = 0.7, 
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1.5 Hz) 

mmm 1-27 

a : (E) -3- (v^^Jl/7$y) -1- ( 1 JJ- 3 — T >y'/'J;i/) -2 -if 

1//-- r>iS'\/-;U5. 0 g i£tB^]Ii|sft tT, -2 6-a~bl3t!eii, 

:/OAft:^ t e r t - y h^v:^j;i/7j?-;i/{t;S:fTofcm, Mii^aj I - 2 9 - a tt^ 

i/-;u;^;;i/it^^vi/-h 2. 5 g$#fc, ciofe®! . 5g^, nmmi-25- 

btc:2pDT5^^:^^TMbl - ( 1 H- 3 — T >^yu;i') X^y>8 6 0m 

-JUO. 4inlO, h;Ux>5mm^S9^B?]JPf^ji8igUfc. ^Jg^MiET®* 

Lm3{k-&tl 8 8 m g ^M^m^ t bT#fco 
'H-NMR(400MHz,DMSO-d6) 6 2.88 (3H, bs), 3.13 (3H, bs), 6.08 (IH, d, J = 
13.1 Hz), 7.19 (IH, t, J = 7.6 Hz), 7.36 (IH, t, J = 7.6 Hz), 7.56 (IH, d, J= 7.6 Hz). 
7.72 (IH, d, J = 13.1 Hz), 8.26 (IH, d, J = 7.6 Hz), 13.37 (IH, s) 
b : 4- ( JH-3— r>y'/'JJl^) -2-tf'J5i^±$> 

^m±h^JOA2Qmg^^m:L^y-}i5mi\zmMVft, 'nionftmm\z. 

^7-S?>il^ffi7 6mg:fecttJf (E) -3- y) -1- (IH- 

^la^k'&i^ 5 5 m g ^ UTtffc. 

'H-NMR(400MHz,DMSO-d6) <5 6.69 (2H, bs), 7.22 (IH, t, J = 7.9 Hz), 7.24 (IH, 
d, J = 5.3 Hz), 7.40 (IH, t, J = 7.9 Hz), 7.58 (IH, d, J = 7.9 Hz), 8.26 (IH, d, J = 5.3 
Hz), 8.67 (IH, d, J = 7.9 Hz) 

mmm i - 2 s ~ i - 1 o o ©-fb^tiji, ^xr^ztii^it-^^m 1 - Ax-^^ufc, 
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H 



•-CI f 



Ar-B(0H)2 
Pd(0Ac)2 



Ar 



H Ar I 



TRANSTEM'^MT^eiLfc3j?U;^^l^>^»J!l(SynPha s e Poly 
styrene D-Seriese.Trityl"^") <&9 6<@ffliiU 10% 

mit7-t'^)\^(Dmit;f'^u>mmi o omi tt'Ts^rB^^atfe. mmti^^v. 
m<t:<^iy>-c3^mb. mmTT^mv. ^m^Mfdi-a e-ar-^itb 

N-^5";nfD'j H>^^Ki 5 0ml tt^s oT:T4MMtfc. mm^m^L. 

5M2- (v- f e r t-y5^;i/*7.7^ y) b'7x-;i/C^N-^5^;Hf □ U K > 
^mi. 5mK 8M7^;/{t;*'J'i7A7jc^^g?l. 8mK i^m^1^>^':7A (I I) 

>^^l 5 0ml >f 8 0t:T4W»bfc. M^^^K^ItSU, 

2a©0. 5M:^7;Hl^>Sg0N-p^5";i/ea'J H>^»K1 5ml SSDAfc. 
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iz. 1-t Hn:^v'^>Vh'J7y-;i/- 15g. l-JL^)l-3- 

(3->?p^5";i'75/:;^Dif;u) t})\^t-'MS.Y (=wsc) i. 2m i, v^v 

^)^VZfn}d)ViyyyO. 1 m 1 , □□p<3'> 0 . 5 m 1 (D^g^^gfeEtgL, 

\z^mu Lc-Ms mmmm;o. i%h^jy}\^^umm^m7±h:zh^))v 

0. l%h'j7;i/:toM-^^7K^M=l : 99~100 : 0/2 Oj^'^^■^ 
C^JU. W.^; 2 Om\ /id-. tiyM. -.YMC Comb i prep ODS-AM> 
2 0mm4>x5 0mm (Long) ] fCck OflM^fgf TfB{b^i^$f§fc. 
m^M 1-28 

2- (5- { C2- (1. 1 -S^pj-^V-l 1^ 4-^7v:h>-4— r;U) 7-tl 

7$ y } - 1 if- 3 >^V'j;u) ^m#^ 

MS (ESDin/z 429 MH' 
USS^^J 1-29 

N7- [3- (2. 3-v?b Fa-lfJ-5-^>KUJU) - lH-5--(>^V 
'J;M fcf'>^a [4. 2. 01 (6) . 2. 4- mx>-7-:^;U7K 

MS (ESDm/z 381 MH* 

m-n&m 1-30 

Nl- [3- (8-4^y'JJU) - lH-5— f >;y'V'JJl/] -2. 4-v^aa^ 
>1f$H 
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MS (ESDin/z 433 M* 

mmm i-si 

Nl - {3- [4- (;<^)V7.)l-^~)V) 7x^;i/1 - 1 //- 5 --f >^V'J Jl/1 
-2- (2. 4->>^Pa7x-;i/) 7-tl^5H 

MS (ESDm/z 474 M* 
IIJII«»J 1-32 

Nl- (3-^>V[Z?] 5^:t7x>-2-^;i/-lH-5-'1'>;S^VJ;U) -1 

MS (ESDm/z 362 MH* 

mmm i - a a 

N7- (a-^>y [fc] ^;f7x>-2-<;|/-lH-5-> f >^>/ijJb) -2. 
a--:;!:: Ha^>y Cb3 7 7>- 7 -:^;t/7H4^-t>-S K 
MS (ESDm/z 412 MH* 

mmm i - a 4 

Nl- (3-^>y Cb] 5^;^7x>-2-<';i/-iif-5— r>WJ;i/) -3 

- (2-5"x-;U) yn/';±$K 
MS (ESDm/z 404 MH* 

mmmi-3 5 

jVl- (3-^>y[b]^:t7x>-2— I'JIz-lH-S— Oyyj;!/) - (E) 

- 3 - jy^ uyn\^)V- 2 -^n^j-^ H 
MS (ESD i/z 360 MH* 

^ffi^^J 1-36 

7V1- ra- (2-±y^}V) -iH-s—oyvuM -l-v^a:faA> 
MS" (ESDm/z 328 MH^ 

mmm 1-37 

N2- [3- i2-±y9-)V) - 1 Jf-5-^>yyj;i/] -2-5^;j-7x>:^Jl/ 
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MS (ESI) m/z 370 MH* 

mmm i - a s 

Nl- [3- i2-i-y^)V) -lH-5-^>WJ;i^] -8-t:Hn^->^^ 

MS (ESI) m/z 402 MH* 
mmi 1-39 

Nl - (3- {3- C izy^n-:^n\^)lti)i^t^-JU) 7$ 7] 7x-;Ul - 1 H- 

MS (ESI) m/z 361 MH* 
1-40 

jVl-3- [4- (^>y;i/:j-^^v) 7xr:jl/] - 1 H- 5 — OWJ Jt/ 3 -:j- 
MS (ESI) m/z 426 MH* 

mmm 1-41 

Nl - [3- (2-±y^)V) -lff-5— r>^^v''JJI/] -4- (hHa^->>< 
MS (ESI) m/z 394 MH* 

m^m 1-42 

Nl - [3- (2-±y^)l) -1//-5— f >^'/'J;l/1 -4-^h^->-l- 

MS (ESI) m/z 400 MH* 
HJfifll 1-43 

Nl - [3- (2— j-75^JU) - 1 H- 5 — r > VJ -2-t:HD^v-3 

MS (ESI) m/z 408 MH* 
HMf !l 1-44 

Nl - (3-^>V fbl ^;j-7x>-2-^Jl<— 1 H-5-^>y>yiJJl/) - t 
ran s - 4 - fc: H P^^v- 1 -y ^ □^^ij->:it7;i/7K^^1j-5 H 
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MS (ESI) m/z 392 MH' 
HSfi^J 1-45 

Nl- (3-^>>y [d] 7 7>-2-^;i/-l//-5-^>^V''JJl/) -2 - (3 
MS (ESI) m/z 369 MH* 

mmmi-4 6 

Nl - C3-^>V'[b] 7 7>-2— f >^''/'JJU) - 2 - ( .-^ 
MS (ESI) m/z 374 MH* 

mmm 1-47 

JV2- (3-^>'/ [fe] 77>-2— liJ-5— f >;$^^/UJl/) -1. 2. 
3. 4-xh7hHa-2-:h7:^lx>:^;U7|?^U-5 K 
MS (ESI) m/z 408 MH* 

HM^^J 1-48 

JV2- (3-^>'/ Ibl 7^>-2— f;U-lH-5 — r>3^VUJU) -2-7 

MS (ESI) m/z 344 MH* 
1-49 

N3- (3-^>'J [d] 7 7>-2— YJU-lff-S-'f >yv'U;i^) -3-7 

MS (ESI) m/z 344 MH^ 
HMf !l 1-50 

Nl- (S-^y^y [b] 75>-2-^JU-lH-5— r>5^'/'J;i/) -2-\i 
Ha=^v- 2-7x-;U7-fe;^$ H 
MS (ESI) m/z 384 MH* 

H;^^] 1-51 

Nl - [3- (4-7-fe5^Jl/7x-JU) -lH-5— f >j^^/'J;U] - 2- (2- 
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MS (ESDm/z 371 M* 

mmm 1-52 

Ni- [3- (4-7-ti^;u7x-;i/) - 1 H- 5— f >3^7u;u] - 2- (3. 

MS (ESDm/z 430 MH* 

mmm i - 5 a 

Nl- C3- (2-±y^}V) - I H-5-^>yV^JM -4-^^V^>^± 
Ui 

MS (ESI) m/z 358 MH* 
HJSfd 1-54 

Nl- (3-^>V [b'i ^■ty:c>-2—<)l-lH-5-'<>^WM -3 
MS (ESDi/z 352 MH* 

mmm 1-55 

Ha- 3-77>:it7Jl/7l^4^-9-S F 
MS (ESI) m/z 364 MH* 

mmm i - 5 e 

/sTl- (3-^>V[b] 7 7>-2— rjU-lfJ-5-^>^V'JJl/) -3-^ 

MS (ESI) m/z 408 MH* 
USSfll 1-57 

A^i- [3- (4-7-fe5^;i/-7x-;i/) -iH-5-^>;$^v^'j;p] -3-7xy 

MS (ESI) m/z 400 MH* 
«f J 1-58 

Nl - C3- (2-j-75^;i/) -lH-5— r>^''y'J;U] -3-hKa^'>-2 
- (b Ka^yp^^JU) -2-;>t^JU:/D/t±$ H 
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MS (ESI) m/z 376 MH* 

MMm 1-59 

Nl- [3- (2-:>-7^Jl/) -lH-5— f >3^^/'JJU] -2- (2-:t^V'> 

MS (ESI) m/z 384 MH* 
|IS£«?iJ 1-60 

N2- (3-^>^y Cb] ^:t7x>-2— r;i/- 1 fJ- 5--1'>:$^'y'j;U) - (2 
S) -5-^=^V5^h7h: HP-lfJ-2-lfa-;U:^Jl/;J^^ij-$ H 

MS (ESI) m/z 377 MH+ 
*JfS«aJ 1-61 

N2- (3-^>V Cb1 5":r7x>-2— r;i/-l Jf-5-^>;$^'/UJU) - (2 
J?) -5-;j-^V5=-h5bHn-l.fJ-2-h!P~Jl/ji7;P;H4^1j-5 H 

MS (ESI) m/z 377 MH* 
HiS^sj 1-62 

N2- (3-^>V Ffol 7^>-2— fJl^-l.ff-5-^>^'y'JJU) • 
Ka-2-7 7>:^;i/:;H^-»5 H 

MS (ESI) m/z 348 MH* 
ll»£««J 1-63 

N3- (3-^>'/ [b1 7 7>-2— f Jl/- 1 H- 5-<>;/'/'j;i/) -2. 2 
-v/^;i/- 5-^^V7"h7b HD-3-77>;^JU;i^4^1j-$ K 
MS (ESI) m/z 390 MH* 

mmm i - 6 4 

N- (3-yji=l}V-lH-5-'<>y'J^))V) ^^y7.)V-^-)-5.]i 
MS (ESI) m/z 288 MH* 

mmm i - e 5 

4- ( { [3- (3-7ju;j-a7x-ji/) -iH-5--r>^''y'j;i/] 7$yi 7. 

MS (ESI) m/z 412 MH' 
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mmm i - e e 

Ni - [5- ( { ra- (3-y)Vtuy3i=iM -i/f-s— r >y'/uji/i r 

$y} 7.;i/^-;U) -4-;>^5";U- l . 3-^7'y-;i/-2-^JUl T-b^SH 

MS (ESI) m/z 446 MH» 
IIJfi«»J 1-67 

Ar2- [3- (4-;>^ H^->7x-Jl/) - 1 ■ff-5-^>WJJUl -4- 
-Jl/7.;i/»::ijt/) -2-5^;f7x>;^Jl/7fs-j-5 K 
MS (ESI) m/z 526 MH* 

^mm 1-68 

iV2- [3- (1. 3-^yVi^^^V-)V-5-^JV) -l/f-5-^>^VJ 

-2-ya;'^>;^;i/7K^s K 
MS (ESI) m/z 360 MH* 

mmm i - e 9 

Nl- [3- (2-^X-JU) - 1 H- 5 — f > j^yj -3. 5->? (hU7 

MS (ESI) m/z 492 MH* 
Sllifi^sj 1-70 

N. N--y:^=^-)V-N' - (3 - [4- ( h 'J 7Jl/:j-a^5^;l/) ^xnjl/] -IH 
-5— <>^^y'j;H 7.)Vy7^V- 

MS (ESI) m/z 385 MH» 
Slfgfll 1-71 

7V2- (3- [3. 5->? (h'J7;i/:tP^5";U) 7x::ijU] -lH-5— f>^ 
-5- (2-bf'J>?JU) -2-^:t7x>::^Jl/7}^±$ H 
MS (ESI) m/z 569 MH' 
1-72 

iV2- C3- (2. 4-v-^DD7x:iJU) - 1 H- 5 — T >^^'/'J JUI -2-7 
MS (ESI) m/z 372 MH* 
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mmm 1-73 

Nl- [3- (3 -Xh4^'>7xr;i/) -lff-5->r>^'/U;i/] -S-hKo 

MS (ESI) Di/z 368 MH' 
HJfi^^J 1-74 

Nl- (3-i?^>V [b. d] 7^>-4— <JU-li/-5— f >y^/'Jj|/) - 
1 -'>^D.7'0A>:^ H 

MS (ESI) mA 368 MH* 
HJEfil 1-75 

Nl - 13- [4- ( ( e r 7x:njU1 - lH-5— 1'>y'yu;i/l 

-l-7x-jl/-l-'>^D:/n;'^>:;bJl/:!}^^-tj-$ H 
MS (ESDm/z 410 MH* 
1-76 

Nl - [3- -1 H-5-^>i$^'JVM -3-hHD^'>-2. 

MS (ESI) m/z 360 MH* 
1-77 

Nl - (3- r3-7JU:ta-4- (^x-JU) 7x-;U} - 2 -:;d-=;^y- 2 - 7 
x-;i^7-fe^$ K 
MS (ESI) Di/z 436 MH* 
1-78 

Nl - (3 - r4- (h'J7Jl/:j-D^ h^y) 7x-JUl - 1 H- 5 — T >^^/'J 
;|/} -4- (>f:^^)V75^y) ^>1f$ K 

MS (ESDm/z 441 MH^ 
MMm 1-79 

Nl - rs- (4-:7xy4^'>7x-Jl^) - 1 H- 5--r>^VU;P] -3-bH 
MS (ESI) m/z 402 MH* 
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mt&m 1-80 

Nl- [3- (3. 4-y^an:7xn;i/) - 1 f/- 5 -<>y'/'JjU] - (i s. 
2 5) -2-7x-;uv^a:/D/o-i-:^;i/7j^:^ij-5 K 
MS (ESDm/z 422 M* 

mmm i-si 

N7- [3- {3-7±^}lyjc-)V) -lH-5— f >:5^V'JJl/] bfy^^D [4. 
2. 0]^^^-l (6). 2. 4-h'JX>-7-:^;Ud^^+)-$ H 

MS (ESDid/z 382 MH* 
lliS{?iJ 1-82 

N4- [3- (3-7-te5^;i/7x-JI/) -IH- 5->f >3^''y'JJl/1 •I'V-j^-j- 
$ H 

MS (ESDm/z 357 MH* 
HJS^si 1-83 

Nl- [3- (3-7-fe^;i/7x-j|/) -lH-5--Y>yVJjU] - (2 J?) - 
2-7$y-2-'>d7a^4^->;i/X^i-$ H 

MS (ESDm/z 391 MH* 
mm¥\ 1-84 

Nl- [3- (5-7±:^JV-2-^X-)V) - 1 H- 5 --O^'/^JM -1- 
MS (ESD Di/z 340 MH* 

mmm i - s 5 

Nl - [3- (4-e7x-JU) -lH-5-^>3^'7'j;i/] -l-7x-Jl/-l 
MS (ESDm/z 458 MH* 

mmm i - s e 

N3- r3- (3-fc^7x-JU) -IH-S-^yy^/OM -1. 2. 3. 4- 
■r H7b Kp- 3— rv^^y 'J>;ft;U/H^1J-$ H 
MS (ESDm/z 445 MH* 
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mmm i - s ? 

Nl- {3- [3. 5-v? (h'J^JU^a^^Jl/) 7x-;i/] -lH-5— 
yU;U) - (2i?) -2-757-3. 3 - v7x-JU3^ay\--j-5 K 
MS (ESDm/z 569 MH* 
1-88 

7V1- (3-^>y [fc] 7 7>-2-^Jl/-lH-5-^>y'/'JJU) - (2 7?) 
-2 -75/- 3. 3-v?>^5^;U:/;S^:h$ H 
MS (ESI) m/z 363 MH* 
1-89 

//I - (3-^>l/C/?] 7^>-2-^JU-lij--5— f - (2R) 

-2-7$y-3- K>':^JU;f^'» ^^gyi-hs K 
MS (ESDm/z 427 MH* 

mmm 1-90 

Nl - (3-^>'/ [Z?] 5^^7x>-2-<J|/-lH-5— f >WJJl/) - (2 
R) -2-75y-3-7x-Jl/7'D/N°±$ K 
MS (ESDm/z 413 MH^ 
1-91 

TVl- (3-^>\/[fe] ^:^7x>-2-^Jl/-lH-5-^>^^/UJl/) - (2 

J?) -2-75y-3-/5^;i/y3^±$ H 
MS (ESD m/z 365 MH* 

mmm 1-92 

;V2- [3- (2-5"X-;U) -lH-5-^>^V'j;U1 -2-eUv^>jt7JUAH 
MS (ESDm/z 321 MH' 

mmm 1-93 

A^i- [3- (2-7U;i/) -iH-5— f >:y7U;u] - 3-h K□4^->-2- 
7x-;U:/□/'^:j-$ K 
MS (ESI) m/z 348 MH* 



142 



wo 02/083648 



PCT/JP02/03735 



mmm 1-94 

N- [3- i2-±y=^M - IH- 5— r >;y'y'J;Ul ^^>7.jU7K±5 H 
MS (ESI) m/z 338 MH* 

m&m 1-95 

Nl- [3- (2-:h7^;U) - 1 5 -Q^V'J Jl/] 7-b:$^5 H 

MS (ESI) m/z 302 MH* 
|IJS^JI.-9.6 

Nl - (3- [2- {h>Jy)U:tn^^M 7x-;i/] - 1 H- 5— f >3^*'/'JjU] 
-2- (1. 3-^>'/v:^^V-;i/-5— r;i/) 7-fe^$H 

MS (ESI) m/z 440 MH* 
mmi 1-97 

Nl - [3- (S-^X-JU) -lH-5-^>;$^V'j;i/l -2-;>^h=^->7-b;$^ 

MS (ESI) m/z 288 MH* 
Hlfi^ril 1-98 

Nl - [3- (lH-2-hfa-'J'j;i/) -1 Jj--5— f >y'/U;U] - (3 5) 
-3-bKa=^'>-3-7x-;i/yo/'^±5 K 
MS (ESI) m/z 347 MH* 
1-99 

Nl- [3- (2, 4-->'p^ h^v-5-H'J$i;-;U) -lH-5-^>y>/'J 
;U1 -2- (2-^x-;l/) 7-tr^$H 
MS (ESI) m/z 396 MH' 

m^m I - 1 0 0 

Nl - [3- ( 3 - If' J -lH-5— r>3^!/U;i/] - (3i?) -3-t:K 
□=^'>- 3 - 7 xx;i/ya;'^±s H 
MS (ESI) m/z 359 MH* 
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ymo. 0. 5M N-^^;i/t:D'J H>^?ge^Jn^7$ HYb<£*5C:;5:^;t, 

T^aSU, Fmo cSSr^^Lfc. 
fienfemSr^^tSEVil 2p (€-8<@) {3^)-SBL, -^-^F^g® 1 OffH^*^ • 

ML;t5a(D7;u^;u:/o5 O. 5M N-^5^;i/tfnU H>^?^t^^-li 

fc. 

HiS^SJ I - 1 0 1 

Ar2- [3-^>V [b^ y^y-^2-^)i- ih-5 --oyvuji/l - (2 S) 
xh^hiHP- 1 H-2-tfP-;U;^;i/;j<4^iJ-$ K 
MS (ESI) ni/z 347 MH* 

mmm 1-102 

N2- [3- (5-7-b^;i/-2-5^xrj|/) -lH-5— YVy^yOJU - (2 
S) -l-^>'J}l7-hy\i Ho - 1 i/-2-b!D-Jl/:jb;i/3j^^-t)-5 K 

MS (ESI)ni/z 445 MH* 
^ifi^J 1-10 3 

N2- [3- (3-xh^->7x-;u) - 1 i/- 5--r >^'v^u;i^] - (2S) - 
1- [3- (h'J7;u:ra^5^;u) ^>v;i/] xh^n Ha- 1 jj--2-bfa-;i/ 

MS (ESI)ni/z 509 MH* 

mmm 1-104 

N4- [3- i2-i-y^)l) -1//-5— f >^'y'JJU] -4-tf^'J v>:^;i/ 
MS (ESDm/z 371 MH* 
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m^m 1-10 5 

N4- [3-^>V [b^ ^^7x>-2-^JU-l//-5--r>^'7U;U] -1 
MS (ESI) m/z 467 MH* 

mmm i - 1 o e 

N4- [3- (4-7±^)lyjL=.M - 1 Jf-5->f >;$^VJJU] -1- (2. 
MS (ESI) m/z 489 MH* 

mmm i - 1 o 7 • 

{3- [4- ( { [3- (i-±y^)i) -i/f-5— f >y>/'j;u] ti 

MS (ESI) m/z 519 MH* 

mmm i-io8~i-i56 (Dit^mt. &rf\ztiLit'^^m i -c-v^^i. 

ft. 

I - c 

M^^I - 1~I - 2 Slrmitbfc, a^!?©^ >^y-;U;i7;U7H>Ml 8 Omg 
<Dzy:^^)V:i^}VA75.mmm \ 0. 5m 1 -folSc^O^i^lftiJ-aL, ^4? 

• -TKfOi^© 1 M v^5^;U3j^;i/A7S H^lflEO. 0 6 5mK 1-JL^}V- 
3- (3-i^p<5^;l/75y >^ahf;U) ;^;U7j^v'rSH (=WSC) (DIM i^^^ 
}l^}lA7^\^mmo. 1 3 OmK -:/-ryyatf;Ux5^;U7S>0. 05ml^^ 

m^AMX. vn^r— >3>$i o^FeiLfc^, -g^^SLfc. -g-n^ncsj^^fis 

HJe^aj 1-10 8 

[3- (3 -7;i/^a7x-;i/) - 1 //- 5 --r>^'/u;i/] (^;i^7|^'jy) 

MS (ESI) i/z 326 MH* 
^JII^J 1-10 9 
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[3- (3-7JU:t07x:i;U) - lH-5— f>WJ;U] (4-:?t^Jl/e^^ 

MS (ESI) m/z 339 MH* 
Il!fi0tj I - 1 1 0 

[3- (3-7Jl/:j-a7x::iJl/) - 1 H- 5 -'l'>;$^'yujM (4-bHa4^'>- 
4-7x-;i/b!^'Jv?y) >t^y> 

MS (ESDm/z 416 MH* 
HJS^J I - 1 1 1 

;v5- (3-^jU/j^'jyyabf;i/) -3- (3-7;i/;tD7x-;i/) -ih-5- 

MS (ESI) m/z 383 MH* 
HHfi^Tjl 1-112 

7V5- C (IS) -1- {yiYu-^-yi.=y-M - 3 - -3 - (3- 

7;i^;j-n7x-;u) - 1 H- 5 —f >y^/-;u:ib;i//fN^u-$ H 

MS (ESI)m/z 342 MH* 

^mm 1-113 

N5- [(IS) -2-}i\iD=¥->-l- (1//-1— f 5y>/'J;i/:?t^;i/) JL^ 
;U] -3- (3-7;i/:j-P7x-Jl/) - 1 H- 5 — f >:y'/-;i/;^;i/xH=lr1i-5 K 
MS (ESI)m/z 380 MH* 

HMfil 1-114 

N5- [ (15) -l-^>v;i/-2-b Ko^->x^;i/] -3- (3-7;i/:j-a 
7X-JU) - 1 tf- 5 — f >^>/-Jl/:^;l^>i^4^ij-$ K 

MS (ESDm/z 390 MH* 

mmm 1-115 

TVS- r (1 S) -1 - (b Fd4^->7^5";U) :/nbf;U] - 3- (3-7;i/:ta7 

x-;i/) - 1 //- 5 — r >yy-;i.:^ju4^^-»s K 

MS (ESI)m/z 328 MH* 
llSS^aJ 1-116 
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N5- [(IR) -1- (h Ka4^'>j?C5";i/) •fo\^)Vl -3- (3-7;i/:tD7 

x-;i/) -lH-5 >y'/-)iti}\^t-^i)-s. K 

MS (ESI)m/z 328 MH* 
USS^iJ 1-117 

iV5- (2-bf^'Ji;yx^;i/) -3- (3-7;i/:tP7x:i;i^) -l.f/-5— 1- 
MS (ESDm/z 367 MKT 

^mm 1-118 

N5- ( ( r a r? s-4-b: Ha=^->v^DA:^'>;i/) -3- ( 3 -7;i/:j-D 7x 
-JU) - 1 H- 5 >y^/-;l/^J|/7}<=t^ij-a H 
MS (ESDm/z 354 MH* 

mmm 1-119 

N5- [2- (2 -b Ha=^>-xh^v) x^;U] - 3 - (a - 7;i/:ta7x:zji/) 

- 1 H- 5 — f >^'/-JU:^;i'7H=^-»$ K 
MS (ESI)m/z 344 MH* 

1-12 0 

N5-x5";i/-A^5- (2-b Ha^'>x5^;i/) -3- (S-yMnyn-Jl) 

- 1 H- 5 — f >^*>y-;i/jb JU7jf:^ij-5 H 
MS (ESDm/z 328 MH* 

^M^^d 1-12 1 

N5- [4- (7$y 7>;i/7j^x;i/) ^>':;;i/] - 3- (2 -p^ H^v7xx;i/) - 

MS (ESDm/z 437 MH* 
1-12 2 

JV5- [ (iR, 2R) -2- KD4^->/5^;i/) v^a^4^v;u] -3- (2 

MS (ESDm/z 368 MH* 
1-12 3 
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N5- [(IR. 2;?) -2-b Ha=^'>'>^a^:^y;i/1 -3- (2-=^y'j;i/) 
- 1 H- 5 — f >^^J-)ltl}\^ts^1^B. K 
MS(ESDm/z387MH'" 
1-12 4 

N5- [1- (:>^h:^v;;^^;i/) :/afar;i/] -3- (2-:^yu;u) 1H-5— r 

MS(ESI)m/z375Mir 

mmm 1-125 

N5- C4- (?^^)17.)1^=.)V) -3- (2-4^y'j;U) - 1 H- 5 

MSCESI)m/z457Mir 
^J6M 1-12 6 

N5- [ (IR. 2S) -2- (b Fd4^vp<5^;1.) v^D^:^v;[/] -3 - (3 
-4^y'J ;U) - 1 J/- 5 — f >y V-JU:^ Jl/.i^=^-<j-^ K 

MS (ESI)m/z 401 MH* 
HJg^RI 1-12 7 

N5- C2- (lH-3-^>K'JJt^) X5^;i/] -3- (4-^ry'J;i/) -IJJ- 

5 — r >y'y-;i/:^;i/7H=^ij-5 k 

MS (ESI)m/z368MH* 
^5S^J 1-12 8 

N5- (5-h: Ha^->^>5^;1/) -3- (- (1. 3 -^>V'^7'/-JV- 2 - 
-XM -lH-5 — f >'SfV-}Vtl}V^^^-^2. K 

MS (ESI)in/z 381 MH* 
mX^m 1-12 9 

NS-i^^uyn 3 - 7x-;i/- 1 H- 5 — f >y K 

MS (ESI)m/z 278 MH* 
M'^M 1-13 0 

N5- [2- (7-b5";i/7$y) JL^M -3- (2-:h7^Jl/) - 1 Jf- 5 — f 
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MS (ESI)m/z 373 MH* 

mmm i - 1 s i 

N5- (3 -eu -3- (5-7-lz3";i/2 -^x-;u) -ih-s- 

MS (ESDm/z 377 MH* 

%mm\-\^ 2 

7V5- [ (1 5) - 2-T5y-l-p<^;l^-2-:t4^VX5^J|/] -3- (3-7 

•te5";i/7x-;i/) - 1 /f- 5 — f >^7-;i/:^;i/:j^4^ij-s H 

MS (ESI)m/z 373 M+Na* 
Wm\ 1-13 3 

7V6- (3-^ h4^'>^>v>JU) - 3- (3-7;i/:tn7x-;i/) - 1 J/- 6 — f 
MS (ESI)in/z 376 MH* 

%m\ 1-13 4 

NT- \Z- (1 J/- 1 — f $^'/U;U) ZtuMM -3- (3-7;l/:tn7jiX 
- 1 /f- 7 ->r >y^/-Jl/:^Jl/:i^^U-$ K 
MS (ESI)m/z 364 MH* 
%%m 1-13 5 

jVl-'>^nyatf;U-2- [3- (3 -7;i/:j-0 7x-;i/) -lH-5— f>:$^' 

MS (ESI)m/z 310 MH* 
1-13 6 

Nl- (3-p^ h4^'>7x:^^^;i/) -2- [3- ( 3 -7;i/:ta7x-;i/) -IH 
-5— f >:$^'/'J;Ul 7-t;^5K 
MS (ESDm/z 404 MH* 

umm 1-13 7 

jV5- r3- (2-:j-4^V5^h^;WHD-l/f-l-eo-'J'J;i/) •fuv.M 
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ji 

MS(ESI)m/z419MH* 

^mm 1-13 8 

N5- [2- (2-5^X-Jl/) X^JU] -3-^>'/ [b] 5^:j-7x>-2-^Jl/ 

- 1 H- 5 >3^V--;i/:^;i/;}^^iJ-5 K 

MS (ESI)m/z404MH* 

1-13 9 

N5- (2-7xy^'>X5^;U) -3-^>V Tfc] 7^>-2--r;i/- 1//-5 
MS (ESI)m/z 398 MIT 

mmm i - 1 4 o 

N5- (3-7^h^A-r H i-eD-'j'j;i/ya hr;i/) -s-^y/ 

MS (ESI)m/z 389 MH* 
S65S0iJ 1-14 1 

N5- [2- (lH-3->l'>K'J;i/) X5^;i/] -3- (2-±y=^}V) - IH- 
MS(ESI)m/z431MH* 

mmm 1-142 

N5- (2. 3-vh Ka- 1 //-2-^>5rx;i/) -3- ( 3 - 7;i/;j-a7xX 

;u) - 1 jf- 5 — f >^v'-;i^:^;i/7K4^ita K 

MS (ESI)in/2 372 MH* 

mmi 1-14 3 

N5-y^a7^alf;U- 3- (3 -7Jb::j-D7xx;i/) - 1 //- 5 >yy-Jl/ 

MS(ESI)in/z296MH* 
Ulig^aj 1-14 4 
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jV5- (2-7'J;i/>^5";i/) -3- (3-7;i/:j-07xr;i/) -iH-5-^>y 

MS(ESI)m/2 336MH* 
1-14 5 

yV5-xh7b: Ka-2-77-;U:?t5"JU-3- (3 -7;i/:ta7x-;i/) -IH 

- 5 — f >^V-)li3)\^t^^1jr2. K 
MS(ESI)m/2 340MH* 

mt&m 1-14 6 

N5- (2 -^;U7}^u yx5^;i/) - 3- (3-7;i/;tn7x-;u) -iH-s-^r 

MS (ESI)m/z 369 MET 
^aS^J 1-14 7 

iV5- (2. S-S^biKn-l. 4-^>Vv;j-4^v>-6— f;U) - 3- (3- 
MS (ESI)m/z 390 MH* 

mmm 1-148 

N5- [ i2R) -3. 4-v^t: Ha-2.ff-2-d7a:?^-JM5^;i/] -3- (2 

- U i>M - 1 JJ- 5 — r >y7-;i/:» Jl/;]^=^1j-5 K 
MS (ESI)m/2 385 MH* 

1-14 9 

TVS- [1- (^h4^->^^;u) yae;!/] -3- (2-hf'Jv;i/) -i/f-5- 

MS (ESI)m/z325Mir 
1-15 0 

N5- (1. 3-^>^y>?:t=^V-Ji/-5— f;U^^;i/) -3- (3-H'JvJl/) 

- 1 H- 5 — r >;$^y-Jl^;^Jl/iH4^1j-$ H 
MS (ESI)m/z 373 MH* 

1-15 1 
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7V5-'>^a7^ahr;M5^;l/-3- (2-:h7^JI/) - I H- 5 —O^'J-Jlij 
MS (ESI)m/z 342 MH* 

mmm 1-152 

N5- [ {3R) -2-;j-=^y5^h7b:Ka-l -3- (2- 

MS (ESI)m/z 372 MH* 

HM^SJ 1-15 3 

N5- [2- (2-7'j;i/) -2-^^VX^;l/] -3- (2-±7^;U) -lif 

- 5 — f >y'/-;U;^;U7t^^ij-s H 

MS(ESDin/z396MH* 

mmm 1-154 

N5- [2- (1. 3-^7V-)l-2-^Jl) Ji^]l] -3- i2-±y^)U) 

- 1 J/- 5 — r >^'v^-;i/ij;i/7j^4^-tj-s K 

MS (ESI)m/z 399 MH* 

mmm 1-155 

NS- (2-XH^'>x5";i/) -3- (3-7Jl/;j-a7x— -lH-5 — f> 

MS (ESI)m/z 328 MH* 
1-15 6 

ATS- [ (3 5) -2-:t=^V^H7bFD-l/f-3-7^x;U] -3- (2- 

^yj ju) - 1 jj-- 5 — r >yv--ji/:ft;i/xH^-»$ h 

MS(ESI)m/z373MH* 

IIM«3J 1-157-1-162 (Dit^mt. UTlZ^Ltct^m I -DT^fiKU 
^^ffil -D 

Mii^sj 1-27, 1-28, 1-30 Tt#e)nfc#a7 5 >^&> 
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K 1 - 1 F □+->^>Xh 'J 7'/-}V • —imi^O) 1 Mi^p^5^;i/zi^;i/A75 

^&o. 0 2 5ml, i-x9^;i/-3- ( 3 - v^^5^;u7S y T^p hf;u) :t;;u.-}<>'-f 

$H (=WSC) ® lMv^^5^;U7^;i/A7S H^IKO. 0 5ml$JnA, ^iST- 

mmm 1-157 

^>v;i/ AT- ( (1 S) -2 - { r3- (3-7JU;j-a7x-;i/) -lH-6- 
-f>y'y 'j;U3 7$y} -1 -;><3";i/-2-:t^VX^Jl/) :^JWt:>^-h 
MS (ESI) Di/z 433 MH+ 

^mm 1-15 8 

^1- [3- (3-7;i/:tn7xXJl/) - 1 /f- 7 — f >y V'U ;Ul -3-7x7 

MS (ESI) Di/z 424 MH* 
HM^ll 1-15 9 

Nl - { [3- (3-7;U;e-n7xx;t.) -lH-5— f >y'./'j;i/] >^5^JU} - 
MS (ESI)di/z 310 MH* 

mmm i - 1 e o 

Nl - { C3- (3-7Jl^:j-D7xx;i/) - 1 H- 5 —Oy^/^J M :^^M - 

MS (ESDm/z 376 MH* 
1-16 1 

Nl - { rs- (3-7;l/^a7x-JU) - 1 5 — f >^V'J ;i-3 y^Jl/l - 

3-7xy4^vyD/'^±^ K 

MS (ESI) m/z 390 MH* 

mum 1-16 2 
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NS- { C3- (3-7JW:ta7xi:;i/) - 1 J/- 5 >yv^U ;P] 5" 
MS (ESI) m/z 340 MH* 

HM^il 1-16 3-1-16 60{t;^tl«> ^TUtabfc^JSKj* I -ET^j^KL 
fc. 

ISM I -.2 9. I -3 6T^I5>n/t7$>*, i?pl5";i'7}^;i/A75 KT2 Om 

g/m 1 (Dmmzmmi^> o . sm i TosSi^W{c:$^ab/t, ^n^tuzf^itmm: 

Lfc> a^(^;^;i/Ji^>®?(DO. 5Mvp<5";i/*;UA75 K^^SO. 08ml, 1- 
1ml, (3->'p^5";i/75yyotf;W K® IM 

$?p^5";ujI^;1'A75 K^^o. imi, >?-ry:/Di^;ux5^;u75>o, osmi 

fzo Ei^^m^^mf^fi^nmz^Kim.Lxn'bn^jm^N. 

75 Ko. smwzmmvx. ^M'ti^-^^mi-Aizmcrz^^-c. lc-m 

mmm 1-16 3 

7V1- (3— r$yv [1. 2-a] e'jv>-2--r;i/-i/f-5-'f >^>/u 

;U). -2- (3-5"x-Jl/) 7-1;^$ K 
MS (ESI) m/z 374 MH* 

^mm 1-16 4 

N2- (3-<$Wri. 2-a] b!'J':;>-2-<;i/-lH-5-^>^>/'J 

MS (ESI) m/z 408 MH* 

mmm 1-16 5 

i^^ny'n/-^>ti}V^>m. [3- (5-7JP;j-D^>\/ [fe] 77>-2->f;W) 
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- 1 H— f >^V^-JU- 5 — 7S H 

MS (ESI) m/z 336 MH* 
HiS^^J 1-16 6 

5-^=¥'J-\^a^j-J>- (2 5) -2-:^JU:j^>ig [3- (5 -7JI/;j-D^>V 

[b] 77>-2-^;i/) -iH— r>yy-;u-5-> r;i/i 7$h 

MS (ESI) Di/z 379 MH* 

mrnrn I -.1 6 7- 1 - 1 6 8 (Dit'^mt. e^TtciBUfc^jsKfe i - FT^figt 

Mjg0iJI-3 3T^igLxfc ^ er f-y^^;!/ 3- (2-±y^)V) -5- (h 

Kd^^vt^^";!') - 1 i/- 1 >:$^r/-;i':^7;i'jH=^^vi/~ h o . i 9 gSrtti^m 

ilsftUT, ©B^I -3 0 a-bfCt^Vi, f e r ^-^5^;!/ 5-(75y^5^;W) 
-3- (2-::>-75^;i/) - lH-l-'r>^^»/-;i/;^7;H}^^vl/-hO. 15g$: 

m^m 1-16 7 

Ni- { [3- (2-i-y^)V) -1.F/-5— f >y'yu;u] -3-^h 

MS (ESI) m/z 360 MH^ 

mmm 1-1,68 

Nl- { [3- (2-±y^)V) -l//-5-^>^7'JJU] -2- (3 

MS (ESI) m/z 398 MH' 

mmm i - 1 e 9~ i - 1 7 1 (oit^mt. ^xrizt&bfc'^^^ i -g-c-^^l 

mmm 1-33 T-SliiLfc t e r t-:/^}\/ 5 - ( t H D^->pi5^;i/) - 3 - 
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{2-i-?=J-)V) -lH-l->f >iJ^l/-;U*;i/7!?i\^i/U'-h 3 7 3mg<^lti^x 

h^kHP7^>l 0ml ^li^fl, *?&TTh'jX5";i/75>0. 17ml43cfcy^ 

T, Lc-M.s(cT^)-gisiiaL. mL\t-^m^^fi> 

^ffi^J 1-16 9 

4- { rs- (2-±75^;u) -iH-5--f >y-y'j;i/] ^;i/7!sij> 

MS(ESI)m/z344MH* 
1-17 0 

5- (2. 3-v?hKD-l//-l->f >KU;i/;>^^;i/) -3- (2— :h75^;i/) 

- iH-'r>^7-;i/ 

MS(ESI)m/z376MH* 
%mS^\ 1-17 1 

5- { [4- (2-^h=^y7x^Jl/) tf^^i^y] -3 - (2-:^7^ 

)V) -IH— OW-JI/ 
MS (ESI)m/z449Mir 

*JfS^fiJI-l 7 2~1 lZ(K>{C^mt. U^T{Cl2bfc^^feI -HT^fiKUfc. 

^ii^^il - 3 3-Ct#e>nfc t e r t-y5^;i' 5- (t H D^^^S^^^^;!/) -3- 
(2-:J-75';W -lH-1— i'>^V'-;u*;i/3j?4^'>^-h 1 5mg43«):t;fxh 
^hKn7^>0. 5ml $Ki^«{C^J>&L, a^<D7xy-;W?il ^»$rjp;ifc. 
^tl^n{' h'j7x-;i/*;^7w'>l 5mg, v?X5^;i/TV>';it7;Wxi^=lr->U-h© 

4o%h;wx>^jso. 02mi$jp^, ijirs^^eufco ^'m.^^m^i-p. 
#en^S^i>c,. 1 0% h'jx^^jux^v^'&WL.fci i h^jyjv^nmms^iy 



156 



wo 02/083648 



PCT/JP02/03735 



^mm 1-17 2 

5- r (3-^ h^^'>7xy:^-» ;>t^Jl/] -3- (2-±y^M -lH-^> 
MS (BSI)m/z 381 MH"^ 

mmm i. - 1 ? s 

7- [3- (2—±y^)V) -lH-5--(>y^/^}}Vl :Ah^iy-2H-2-'i7 
MSCESI)m/z419MH* 

mmm 1 1 - 1 - a 

i-ya^-4-7;i/:^a-2-^ h^v^-^>'fef> 

2-:/D^-5-7;U:tP-7xy-;H O g$:N. N-i^;^^)V^)[^A7^ H 
1 0 5m ni^^L*?^TTi^^;^jU'^Al 0. 9gt3-Kp^^>4. 9m I ^ 

'H-NMR(400MH2,CDCl3) 5 3.88 ( 3H, s ), 6.59 ( IH, td, J = 8.4, 2.8 Hz ), 6.65 
( IH, dd, J = 10.4, 2.8 Hz ), 7.47 ( IH, dd, J = 8.4, 6.0 Hz ) 
Mfll I I - 1 - b 

(5-:^a^-2-7;U:tD-4-^ H=^'>-7x-;i/) - (3-7;i/:tD-7x 

:S{b7;U5-'i7A7 1 6mg$'>i7nnp(^>2 4. 4mnc:ii^U - 6 CC 
Tmi$T{'3-7;U:tD^>'y<;i/i7D^< HO. 6 5ml<i:, ©tii^JI.I-l- 
aT't#e)nfcl-yD^-4-7Jl':tD-2 -p^ V-^>if> 1 g ^JP;i/to 
2Strp13 0 5^75^ ttT^zgS-C#?ilL , $^{c3 0tPBimi^bfco 7K?^TT'Si^^f^(C7K 



157 



wo 02/083648 



PCT/JP02/03735 



'>'J*y;i'*7A^nTh^7 7^- mmx^)V:^:^Dr>=l : 10) 

'H-NMR(400MHz, CDCI3) 6 3.98 ( 3H. s). 6.69 ( IH, d. J = 11.6Hz),7.27 - 
7.58 ( 4H. m ), 7.83 ( IH, d, J = 7.2 Hz ) 

nmm i i - i - c 

ik . . 

m^mi I -l-bTf#6n/c (5-yD^-2-7;U:tP-4-;<h4^e/-7 
xnjl.) - (3-7;U:t-P-7xi:;U) -p^^'/ >8 5 6mg$N. N-v?>i5^;i/ 
*c;i/A75h*l 3. ImUC^^L, S>7>{bffi^l 8 5mg, hUX (v^'^^v 
•Jx>7iih» v'A'^S^'^Al 3. 6mg. 1. 1' -tfX (>^7x::;;1/aJ^7.7 
^y) 7xP-fe>'17. 4mg«:JDAT. ^aHM^TfCl 2 orTTI^ra^i^L 

i^^Jti^Jl^pyl^.^n^h^yy^'- mmx^jl^ : ^^•^>=i : 2) Vi^m^ 
ML. ^I2<b^tl2 0 3mg^gJ^|tfi^^HtUT#fc. 

'H.NMR(400MHz, CDCI3) 6 4.03 (3H, s), 6.78 ( IH, d, J = 11.6 Hz), 7.30 - 
7.37 ( IH, m ), 7.42 - 7.56 ( 3H, m ), 7.89 ( IH, d, J = 7.6 Hz ) 

mmmi i -i-d 

3- (3-7;W:j-p-7x-;i/) -6-^ h4^y-li/-^>^''/-;i/-5-:^Jl/ 

mi^mi i-i-cxn^nrc4-y)v^a-5- {^-y)v^u-Ky^/^ 

)V) -2-^h:^5^-^>73:h»j;P2 0 3mg$xh7tHP77>3ml, ^ 

A^frnw^yyi^iBX. i^s^x^^jUTttttsLfco nhntc^mm^ini^ 

(CJ;0, SII2{k^i^l 7 2mg^^Mfi«SS<i:LT^I■fc. 
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»H-NMR ( 400 MHz, CD3OD ) 6 4.01 ( 3H, s ). 7.14 ( IH. s ). 7.18 ( IH, td. J = 
8.4. 2.8 Hz ). 7.54 ( IH, td, J = 8.4. 6.0 Hz ). 7.62 - 7.68 ( IH. m ), 7.76 ( IH, J = 8.4 
Hz ), 8.37 ( IH. s ) 
I I - 1 - e 

3- (3-7Jl/:j-D-7xi:JI/) h^'y- IH-^ y^V-Jl- 5- tlJV 

-lH--(>yV-)\^-5-:f3)Vt^=-hV)Vl 7 2mg^m^2m\ . 7KO. 7m 

iR-NMR ( 400 MHz, CD3OD) 6 3.99 ( 3H, s ), 7.12 ( IH, s ), 7.14 - 7.20 ( IH, m ), 
7.55 ( IH, td, J = 8.0, 6.0 Hz ), 7.61 - 7.67 ( IH, m ), 7.76 ( IH, d, J = 8.0 Hz ), 8.53 

(lH,s) 

^mm i I - 2 - a 

(3-:/D^-6-7;U:tP-2-^h4^i/-7x-;i/) - (3-7;l/:j-D-:7x 

>'<yyntf;l/75>l. 6 4ml <&xh7tKP77>2 7ml (C^^U - 

5 0'K:T'mWT\ZJ)V7)V':/=^)W)^^A (1. 5 7M ^^D->mm) 6. 8m 
l^JnAfco - 3 orifS O^m^Lfc^, -6 0V\ZL. Mii^JII-l-a 
•vmtifzl --fn^E- 4-y)V7irn- 2 - ;^ h^iy-^>if>2 g^mXfzo - 

6 0X:-CimfmW^. 3-7;i/:d-D-^>X7;i'xbKl. 5 5mlS:J]nx., 1 

'H-NMR ( 400 MHz. CDCI3) 6 3.52 ( 3H, s ), 3.56 ( IH. d. J = 10.4 Hz ), 6.16 
( IH, d, J = 11.6 Hz ), 6.86 ( IH, t, J = 8.8 Hz ), 6.92 - 6.99 ( IH, m ), 7.07 - 7.16 
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( 2H, m ), 7.30 ( IH, td, J = 8.0. 6.0 Hz ), 7.51 ( IH, dd, J = 8.8, 6.0 Hz ) 

m^m 1 1 - 2 - b 

(3-:/D^i-6-:7ji/;j-a-2-;>^h^v^-7x-;u) - (s-yji'^n-y 
x-;u) -^3^y> 

MT^mi I -2-aT#e>n?) (3-:/o^r-6-7;i/:tn-2-p^ 
x-;i/) - {3-y)U:tu-yx.=.)V) -:^^J—)V2. 4g^>fi7nnp^^>2 
4. 3rol{I^fi?L, m^mWTl-^^}l^=e)Vy*V>-N-^^'>\^l. 2 8 

;L'xt>-h 1 2 8mg€:in;^, MUT'SmmmWhtzo K}t^m\Z-( V^uifjlj )l 

^i^2. 0 7 g^^n^m^<^tLxmz, 

^H-NMR ( 400 MHz, CDCI3) 6 3.80 ( 3H, s ), 6.86 ( IH, dd, J = 8.8, 8.0 Hz ), 
7.29 - 7.36 ( IH, m ), 7.42 - 7.50 ( IH, m ), 7.54 - 7.61 ( 2H, m ), 7.66 ( IH, dd, J = 
8.8, 5.6 Hz ) 

^mm I I - 2 - C 

5-:/a^-3- (3 -7;U:rp-7x:i;i/) -4->^ h^'>- 1 H—f >^V- 
ik 

mmmi i-i-d(Dm\zm\:x. mTtmi i -i2-bT#e.ti^ (3-:/o 

=ei-6-y)V7i-n-2-^h=^'>-yji-)V) - (3 -7;u:rD-7x-;i/) - 
}^^y>o. 9 5 9 g75^6. ^i2^b^4^o. 7 0 3 g^mn^^^tbxnfz, 

iH-NMR(400MHz, CDClg) 6 3.51 (3H, s ), 7.10 - 7.17 ( IH, m), 7.17 (IH. d. 
J = 8.8 Hz ). 7.45 ( IH, td, J = 8.0. 6.0 Hz ), 7.56 ( IH, d, J = 8.8 Hz ), 7.69 - 7.75 
( IH, m ), 7.77 ( IH, d, J = 8.0 Hz ) 

mmm 1 1 - 2 - d 

3- (3-7;i/;j-D-7x-;i/) H-^>y'J-JV- 5 -ti)\^ 

©MI I -2-cT#e.tl5, 5->^D^:-3- ( 3 -7;i/:j-b-7xZ:;i/). 
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ncjg^L, -7 8"CTWT, y;u-7;i/y^;i''j9''i7A (i. 5 9M^^+i->i^ 

^S) 0. 9 9ml <&JPA/t, -7 S'CTS O^m^Lfc^, H^-f T-f 7.^in^75:. 

= 1:1.) T^mmi^. mBit^<^4l. img^mt, 

'H-NMR ( 400 MHz, CD3OD ) 6 3.55 ( 3H, s ), 7.14 - 7.21 ( IH, m ), 7.36 ( IH, 
d, J = 8.8 Hz ), 7.50 ( IH, td, J = 8.0, 6.0 Hz ), 7.60 - 7.65 ( IH, m ), 7.72 ( IH, d, J 
= 8.0 Hz ), 7.88 ( IH, d, J = 8.8 Hz ) 

mmm 1 1 - 3 - a 

2. 4->?7;t/:tn-3- { (3-7;l/:tn-7xx;W) - b H □^^e/;?^^^;!/) - 

TS^b^HB'fb^ti 9 . 3 5 g ^n^&m'^mnt LT#fc. 

iH-NMR(400MHz,C5DCls) 5 6.30 ( IH, s), 6.98- 7.18 (4H,m), 7.33 (iH.td, 
J = 8.0, 6.0 Hz), 7.58 - 7.65 ( iH.m ) 

nmm 1 1 - 3 - b 

MM I i-2-b(D:^mzmux. mmu i-3-aT#e,n^2. 4-'j 

'j;U9. 3 5g7!>if), mat'^md. 2 9gSW^iSa<J:LTt#;t. 
'H-NMR (400MHz, CDClg) 6 7.19 (IH, t, J = 8.0 Hz), 7.36- 7.44 (IH, m), 
7.52 ( IH, td, J = 8.0, 6.0 Hz ), 7.55 - 7.60 ( 2H, m ), 7.78 - 7.86 ( IH, m ) 

^mm 1 1 - 3 - c 

4-y)Viru-z- (3-7;i/^D-7x-;u) -iH-^y'$^'J-)V-s-ts)v 
wtmi i-i-d©;&ffi{ct^i;T, mmmi i-3-bT^&n?)2. a-'j 
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'H-NMR (400 MHz, CD3OD ) 6 7.17 - 7.23 ( IH, m), 7.49 - 7.66 ( 4H, m), 7.70 
- 7.75 ( IH, m) 

mitm 1 1 - 3 - d 

4-y}l:tn-3- (3-7;U:ta-7x-;U) - 1 //--f >^^/-;U- 5-ji7Jl/ 

mmmi i-i-eo;6^ffic^i;T, mmmi i -3-cT^#e>n'5>4-7;^;d- 
□-3- (3-7;i/:to-7x-;L') - Iff — ( >yV—)U- 5 -fj )U:fs-h V Jl^ 
2 2 Qm&;5^e>, ^12^12^2^2 4 Gmg^^BJc-feig^iUT^fc. 

'H-NMR(400MHz,CD8OD) 6 7.14- 7.21( IH, m), 7.39 ( IH, d, J = 8.8Hz), 
7.51 ( IH, td, J = 8.0, 6.0 Hz ), 7.57 - 7.64 ( IH, m ), 7.68 - 7.73 ( IH, m ), 7.96 ( IH. 
dd, J = 8.8, 6.4 Hz) 

mmm 1 1 - 4 - a 

(5->^o^-2-7;i/;j-p-4-^^;i/-7x.z:ju) - (S-yjl^n-yjj- 
mmn i-2-a(o:^mzmcx. 2-yo^:-5-7;i/:^-o-h;px>5. 

9 8 g;5^e>. mtiit^'^ 1 1 . 6 g mn^mmtbxnfto 

'H-NMR ( 400 MHz, CDClg) 6 2.36 ( 3H, s ), 6.06 ( IH, s ), 6.93 ( IH, d, J = 11.2 
Hz ). 6.96 - 7.00 ( IH, m ), 7.08 - 7.18 ( IH, m ), 7.31 ( IH, td, J = 8.0, 6.0 Hz ), 7.63 
(IH, d, J=7.2 Hz) 

mmm 1 1 - 4 - b 

(5-::/a^l -2-7JU;d-D-4-;?t5^;i/-7x-JI/) - (3-7;i/:j-a-7x 

^- 2-7;b:tn-4-^5";l/-7x-;i/) - (3-7;U:tD-7x-;i') 
iH-NMR(400MHz, CDCI3) 6 2.48 ( 3H, s ), 7.08 ( IH, d, J = 10.4 Hz ), 7.28 - 
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7.35 ( IH, m ), 7.46 ( IH, td, J = 8.0, 5.6 Hz ), 7.49 - 7.60 ( 2H, m ), 7.73 ( IH, d, J 
= 6.4 Hz) 

^T^m 1 1 - 4 - c 

tl-2-7;U:i-0-4-;>^?^;i'-7x-;U) - (3-7;l^:tO-7x-;W 

iH-NMR(400MHz, CDCI3) d 2.56 3H, s ), 7.09 - 7.16 ( IH, m ), 7.40 ( IH, 
s ), 7.49 ( IH. td, J = 8.0, 6.0 Hz ), 7.62 - 7.68 ( IH, m ), 7.70 - 7.75 ( IH, m ), 8.21 
(lH,s), 10.10 ( IH. brs ) 

m^m 1 1 - 4 - d 

3- (3-7;U:j-D-7xr:j|/) -6-}^^)V- lH--(>i^'/-)\^-5-i3)V-^ 

>m 

-3- (3-7;i'^n-7x-;i/) -6-^5';u- lH-'t'>^y-;i/6 7 Omg 

e> SIH^b'&J^ 1 9 5 m g ^Un^^^t LT^ffc, 
'H-NMR ( 400 MHz, CJDgOD ) 6 2.71 ( 3H. s ). 7.12 - 7.20 ( IH. m ). 7.41 ( IH, s ), 
7.50 . 7.81 ( 4H, m ), 8.61 ( IH, s ) 

mmm 1 1 - 5 - a 

1. 5-v?7'a^-2. 4-v7;i/:ta^>-if> 

i-7o^:-2, 4-v7;i/^o^>-tf>i. eg^mms. 2 9m\\zmmL. 

IB^b^!^ 2 . 1 8 g $}^^6^ft^it4^<i: LTttfc. 

>H-NMR (400MHz, CDCI3) 6 6.99 ( IH. t. J = 8.0 Hz ). 7.77 ( IH. t. J = 6.8 Hz ) 
Sii^SJ I I - 5 - b 
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iSlit^^JI I - 5-aT#^>n^> 1, 5-vyo^-2, 4 ->'7;P:^D^>-bf 

>2. 0 2 gSrvx5";ux-7";i/3 8mm^L. -7 0TCT'WT. 
5';i/'J5^'i'A (1. SSM's^ii-V^IS) 4. 9ml<£J)nAfc. mWiS^UTt^, 
m-7;i/:tD'<>X7;Uxt K4. 9mlSriD;i, 1 5^J-^#tfc. S;&^K{c:^fa 

A^'PTh^^^^- (B^mx5";i. : ^:^^-ti->= 1 : i o) UBit 
^mo. 9 6 g Sr^TS:. 

iH-NMR(400]VIHz.CJDCl3) 5 6.07 ( IH, d, J= 3.2Hz). 6.87 ( IH, dd, J = 9.6, 
8.4 Hz ), 6.95 - 7.04 ( IH, m ), 7.07 - 7.18 ( 2H, m ), 7.33 ( IH, td, J = 8,4, 6.0 Hz ), 
7.73(1H, t. J = 8.0Hz) 

mmm 1 1 - 5 - c 

(5-yD^-2. 4-y7jl/:tD-7xx;U) - (3 -y)l^:i-n-y :^ 

^:-2. 4-i^yjV:tn-y3i-M - (3-7;i/:tP-7xx;i') -p^rJ'y-;!/ 
17. 0 g;5ie., ^IS^b^tlS. 3 4g&^#fc. 

'H-NMR(400]VIHz, CDClg) 5 7.02 ( IH, t, J = 8.4 Hz ). 7.30 - 7.64 ( 4H, m ), 
7.82 (lH.t, J = 7.6Hz) 
Mikm I I - 5 - d 

2. 4--Jy)V:tn-5- (3-y)\/-tn-^y'M}\,) -^>'/xmji/ 
©ii^ajl I -l-c©;5- Stepper, mmmi l-S-cT^ens (5-:/a 

^:-2. 4-v7;U^D-7xx;i/) - (3 -7;i/;tP-7xx;U-7^:$7y >4. 

0 3 gTi^b, mB^t^i^ 1 . 6 3 g ^nn^^^BtLxmtz, 

'H-NMR(400MH2, CDCI3) 6 7.13 ( IH, t, J = 8.8 Hz), 7.34 - 7.56 ( 4H, m ). 
7.93 ( IH, t, J = 7.2 Hz) 
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mmm 1 1 - 5 - e 

6-7;i/:ta-3- (3 -7;U:tD-7x-;U) - 1 H--f >^'/-)\^- 5 -tiJl 

^iB^t^^j 0 . 9 8 2 g ^mn-m^ t x^xmtz, 

>H-NMR(400MHz,DMSO-D6) (5 7.26 - 7.36 (IH. m), 7.50 - 7.63 ( IH, m ), 
7.73 ( IH, d, J= 10.0 Hz), 7.80 - 7.86 ( IH. m), 7.91 ( IH, d, J = 8:0 Hz), 8.88 ( IH. 
d, J = 6.0Hz) 
MM I I - 5 - f 

6-7;P:fa-3- (3-7Jl/:ta-7x-;i^) - iH—f >j^'/-;i/- 5.-:^;i/ 

m&m 1 1 - 1 - e (Diom\zmzx. mmm 1 1 - 5 - e -r^ens e - 7;p:t 

□ -3- (.^-y)V:^u-yjLii)V) -iH-^yy'J-)\^-b-ts)Vt^-h^))V 
6 5 3mg*ie>, M<b^#l4 1 5mg^gJJMfiifeai:UT#fc. 

^H-NMR (400 MHz, DMSO-Dg) 5 7.27 - 7.35 ( IH, m ), 7.49 ( IH. d, J = 11.2 
Hz ), 7.63 ( IH, td, J = 8.0, 6.0 Hz ), 7.70 - 7.76 ( IH, m ), 7.82 ( IH, d, J = 8.0 Hz ) 

mm\ 1 1 - 6 

3- {Z-y)V:^u-yx.z.)V) -6-bKa4^->-lH— r>yv-;t^-5-:^ 

mWzmmX^. 3!K?&TT=^W'>ill (1. QU'Ji7UU:^^ymm 4. 0ml 

SfB{b^t)ilt^^tl84.. lmg^#;^, 
iH-NMR ( 400 MHz, CDgOD ) 6 6.93 ( IH. s ). 7.13 - 7.23 ( IH, m ). 7.50 - 7.79 
(3H,m), 8.63 (IH.s) 
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9k7&m I I - 7 - a 

2-75y-4-7;i':to-^s#i?i qe^jl^ 2 sm i \zmm\^. 
= 1:5) ^iB-fb^i^?.- ^1 E^mM^m^mtLxntz. 

'H-NMR ( 400 MHz, CDCI3 ) 6 1.38 ( 3H, t, J = 6.8 Hz ), 4.32 ( 2H, q. J = 6.8 
Hz ), 5.88 ( 2H. brs ), 6.28 - 6.38 ( 2H, m ), 7.88 ( IH, dd, J = 8.8, 6.8 Hz ) 

mmmi I -7-b 

2 - 7-\L^}V7 $ y - 4 - 7;i/:t □ -^,t#i! X.'^)VJ.7.7-)V 

^iSMI I -7-aTt#ens, 2-7^J-A-y)V:i-U-^>V^vif-7 
v»7H X5^;!/XX7-;i/3. 8 4g*tfUv>5 Omniit^^L. *?^T{C7-fe5^ 

-y^hxmk Lwsmmr^ c: t j; o , ^la^b^ti 4 . 0 g ^%tz, 

'H-NMR ( 400 MHz, CDCI3) 6 1.41 ( 3H, t, J = 6.8 Hz ), 2.14 ( 3H, s ), 4.38 
( 2H, q, J = 6.8 Hz ), 6.73 - 6.81 ( IH. m ), 8.06 ( IH, dd, J = 8.8, 6.4 Hz ), 8.53 ( IH, 
dd. J = 12.0, 2.4 Hz ), 11.3 ( iH. brs ) 

1 1 - 7 - c 

2 -7-ti5^;u7$ y - 4-7;i/:tD- 5 -g - H-^m#ig x5^ji/xx5^;i^ 
mmm 3 . 1 2 g ^mm. 4 5 m 1 icss$-&, 7jc 5 m 1 at^?st 1 5 

^e>nfc5?S?4 4ml{c:3k?^T> S!igM I I-7-bT#e.n§, 2-7±^)V72. 
J - A-y)V:iru-^yV^ v^-7'yyY- x5^;Ux;^x;U2 g ^JdA^ \mm 
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1:5) -C^mm^L. ^IB<b^#i2. 9 g$efi^^<i: LTtffe, 

iR-NMR ( 400 MHz, CDCI3) 6 1.43 ( 3H, t, J = 6.8 Hz ), 2.24 ( 3H, s ), 4.39 
( 2H, q, J = 6.8 Hz ), 8.41 ( IH, d, J = 7.2 Hz ), 8.59 ( IH, d, J = 11.2 Hz ) 

mmm 1 1 - 7 - d 

mT^mi 1-7 -cx-n'bn^. 2-7izf-}U7^y-4-y)v^n-s-3- 

\i-^>V^y^-7i^y\^ X^'jUxXxJUB 1 2mgS:7-V-;H 3 . 9m 
Wzmmb. ^®?;&U'>A9 5 6mg, 3 -7;i/^P7xx;U-4^D>i!3 5 6m 
g, tf7>h'J7xXJl/3i^X:7^>A7v^7Av^D^-f H4 9mg*JP^fc. Km 

TS*b, v'J;^7y;L';^^Ai:7DTh^77^- (i^®?X5";i/ : ^:^-y->= 1 : 5) 

X'Mmmb. mt&it^^2 s 4mg^^iifiM<hbT#fc. 

^H-NMR (400 MHz, CDCI3) 6 1.43 ( 3H, t, J= 6.8 Hz ), 2.27 ( 3H, s ), 4.41 ( 2H, 
q, J = 6.8 Hz ), 7.05 - 7.12 ( IH, m ), 7.20 - 7.46 ( 3H, m ), 8.15 ( IH, d, J = 8.8 Hz ), 
8.64 (IH, d, J = 13.6 Hz) 

mmi 1 1 - 7 - e 

6-7-fe^;l/7$y-3- (3-7;i/:^0-7xX;|/) - lH--(>^V-)U-5 

-tiJU^ym x^j|/x;;^x;i/ 

mmm 1 1 - 1 -d<D:^mzmcT. mi^m 1 1 - 7 - dt?^f ^.ns 2 -7t^ 

}V7^y-4-y)l-tn-5 - (3-7;U:tn-^>i/-r;P) -^>'M y^-7 
'yv H X5';Ux;^xJl/2 3 4mg3{i^^, MI2{b^tll 6 Omg ^g^^^fi^^ai b 

'H-NMR ( 400 MHz, CDCls) 6 1.47 ( 3H, t, J = 6.8 Hz ), 2.32 ( 3H, s ). 4.46 
( 2H, q, J = 6.8 Hz ), 7.12 - 7.19 ( IH, m ), 7.51 ( IH. td, J = 8.0, 6.0 Hz ), 7.64 - 7.70 
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( IH, m ), 7.75 ( IH. d, J = 8.0 Hz ), 8.79 ( IH, s ), 8.99 ( IH. s ) 

m^m 1 1 - 7 - f 

Q-7iL^)l7S.y -3- (3-7;>:tD-7x^;U) - I H-^ >d^V-}\^- 5 

0 , m^iit-^m 1 5 5 m g ^mm^ t LT#fc. 
^H-NMR (400 MHz, CD3OD) 5 2.24 ( 3H, s ), 7.14 - 7.21 ( IH, m ), 7.56 ( IH, td, 
J = 8.0, 6.0 Hz ), 7.63 - 7.68 ( IH, m ), 7.77 (IH, d, J = 8.0 Hz ), 8.79 - 8.85 ( 2H, m ) 

mmm I I - 8 - a 

4-y)i'yi-n-3- C (3-7;U;tD7xxjU) -fc Hd4^'>^^;u1 

N, N', N', N''-^>^;f>'^)lz^J.^U>h^J7^>2 1. SmlWxh^tH 
□ 7^>3 0 Cm 1 ^^{C, -7 8"CT1. 5 9M / )V^)\^Zf^)l'^)f-^A<D^ 
^D->mi&6 5. 5ml^jD;t, mU-CimmWbrc. |iIfiT3-7;U:tn'^> 
XJJl'xh K 1 0. 5ml^£?gTU, mWCimrmWl^fz^. 7jc$:jD^, i^x^' 

jux-x;uTfflffiLfco ^mm^. mamit7>=E:^^A7i^mm. mm-kmyKx-m 
1 : 3) xnm^mv. ^ie<b^!g!i7. I g^m^m^mti^xi^'ito 

'H-NMR ( 400 MHz. CDCI3) 5 2.55 ( IH, br s ), 3.89 ( 3H, s ), 6.13 ( IH, s ), 
6.98 ( IH, dt, J = 2.0, 8.0 Hz ), 7.10 ( IH, d, J = 8.0 Hz ). 7.12 ( IH, dd, J = 2.0, 8.0 
Hz ), 7.16 ( IH. d, J = 8.0 Hz ), 7.31 ( IH, dt, J = 5.6, 8.0 Hz ), 7.50 ( IH, dd. J = 2.0. 
5.6 Hz) 
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mitm 1 1 - 8 - b 

4-7;U:j-a-3- (3-y)l:i-a^>V^M - 5 m^v^>V^- h'J JU 
4-7;i':tn-3- [(3-7;U:tD7x-;H-t Kd:^v^5^;1/]-5-;>( h 

^ i^'^ > V - h u ;u 7 . 0 g © h ji/x > 7 0 m 1 mm^z. ^m.i!fSiiLit-m<f^ > 

iH-NMR(400MH2, CDCI3) 6 3.99 ( 3H, s ), 7.35 ( IH. dt, J = 1.2, 5.6 Hz ), 
7.37 ( IH, dd. J = 2.0, 8.0 Hz ), 7.42 ( IH, dd, J = 2.0, 5.6 Hz ). 7.48 ( IH, dt, J = 5.6, 
8.0 Hz), 7.51- 7.58 (2H,m) 

mmm 1 1 - 8 - c 

3- (3-7;i/:ta7x::i;i/) -7-:^h^y^-lH — (>yV—)V- 5 -ti Ji't^ 
4 0ing©x37y-;U6in 1 ^tStc:, ^jgTt h*7v>— 7jcfpi^3m 1 ^rJP;^, 7 

'H-NMR ( 400 MHz, DMSO-Dg) 6 4.03 ( 3H, s ), 7.23 - 7.29 (IH, m ), 7.25 
(IH, d, J = 1.2 Hz ), 7.55 ( IH, dt, J = 6.4, 8.0 Hz ), 7.78 ( IH, ddd, J = 1.2, 2.4, 6.4 
Hz ), 7.88 ( IH, dt, J = 1.2, 8.0 Hz ), 8.31 ( IH, d, J = 1.2 Hz ) 

mmmi i-s-d 

3- (3-7;i/:tD7xx;U) - 7 - :Ah^z/- 1 H-^ y^'/-)]/- S -ij 

3 -(3 -7;U:r0 7x-;U)- 7 h^^- 1 H-^ >^y-jU- 5 
Xhij;i/4 5 0mgt3JK@^^6m I ,7k2m KM^2m 1 ^M^AtaPL. 1 0 0*0 
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'H-NMR(400MH2.DMSO-D6) 6 4.03 ( 3H, s ), 7.27 ( IH, dt, J = 2.4, 8.0 Hz ), 
7.37 ( IH, s ), 7.60 ( IH, dt, J = 6.4. 8.0 Hz ), 7.69 ( IH, ddd, J = 1.2, 2.4, 6.4 Hz ), 
7.80 ( IH, d, J = 8.0 Hz ), 8.24 ( IH, s ) 
I I - 9 - a 

2-7Ji/;j-a-3-^^;i/7x— - (3 -7;i^^a7x— Ji/) 
>4 0 Om 1 5 7M ^ }V^)\/:/^}V^J^^M,<D^^1jrymm7 

4. imii£iPA, m^nso^mmni^ito -7Bx:\zi^m^. s-zfu^-z 

-7;l':tD h;UX>2 0. Og©xh^tHD7^>4 Gmm^eE^&MTtfc. m 
^rimmtrnvrzWi. 3-7;i/:tP^>X7;i/xh:h*l l. 2ml^MTL, 1^ 

2 0) -vmrn^mL. TO^b^tj2o. e g^m^m^i^tLxmrc. 

'H-NMR ( 400 MHz, CDCI3) 6 2.23 ( 3H, s ). 2.34 ( IH, d, J = 4.0 Hz ), 6.06 
( IH, d, J = 4.0 Hz ), 6.98 ( IH, dt, J = 2.4, 8.0 Hz ), 7.12 ( IH, d, J = 8.0 Hz ), 7.17 
( IH, d, J = 8.0 Hz ), 7.25 ( IH, d, J = 6.0 Hz ), 7.31 ( IH, dt, J = 6.0, 8.0 Hz ), 7.50 
(IH, dd, J = 2.4, 6.0Hz) 

mmm 1 1 - 9 - b 

(5 --^n^E- 2-y)Vtu- 3 - j>^5';i/7xx;i/)-(3 -7;i/:tP7xx;i/)pc 

!^is. smi^iax. ismmmmLft. mzTizmf^L. fitmjL^^jvx^^L. 
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2 0 ot:-ci ommmwLtc, ?^sp^, m&Tiz^mL. mm^m^x^jv^^u 

'H-NMR ( 400 MHz, DMSO-Dg) 5 2.58 ( 3H, s ), 7.15 ( IH. ddd, J = 0.8, 2.4, 
8.0 Hz ), 7.33 ( IH, dd, J = 0.8, 1.6 Hz ), 7.53 ( IH, dt, J = 6.0, 8.0 Hz ), 7.61 ( IH, 
ddd, J = 1.6, 2.4, 6.0 Hz ), 7.72 ( IH, ddd, J = 0.8, 1.6, 8.0 Hz ), 8.31 ( IH, dd, J = 
0.8. 1.6 Hz) 

mmi 1 1 - 9 - c 

5-^0^-3- (3-7Jl/;j-a7xnj|/) -7->C^JU-l-m^Jl/-lJf- 

5-yD^-3-(3-7;u^D7x-;i/)-7-p^9^;u- 1 H-^yy^y-)U2. 

5 6 g©>^p<^;U*;|/A7$ K3 0mm?^}C, ^t^TTK^^brH h U -^A 0. 5 0 
g^MiX. m^Xl Sm^mWl^fZo lRl©ThU7x-;i/p<:$^>:i7n^< H2. 3 

(i^i?x5^;u: y;UT;u^=^-y->=i : i o) xmm^mL. mntz^^^px 
5^;^x-T•;^T•^5fe^^L, ^tsib^ti 1 . 9 4 g ^m^^^mt Lxmzo 

m-mSR ( 400 MHz, CDCI3) 5 1.43 ( 3H, s ). 7.01 ( IH, ddd, J = 0.8, 2.4, 8.0 
Hz ), 7.08 ( IH, dd, J = 0.8, 1,6 Hz ). 7.10 - 7.32 ( 15H, m ), 7.37 ( IH, dt, J = 6.0, 
8.0 Hz ), 7.41 ( IH. ddd. J = 1.6, 2,4. 6.0 Hz ), 7.54 ( IH, ddd, J = 0.8. 1.6, 8.0 Hz ), 
8.07 (IH, dd, J = 0.8, 1.6 Hz) 

mmm 1 1 - 9 - d 

3- (3-7;U:tP7xX;|/) - 7 -^^)i^-lH-^yy'/-)\^-5-tl)V^=. 
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5 -yn^- 3 -(3-7;U:t0 7x-;i/)- 7 -^5";!/- 1 - h ^)^)\^- 1 H- 
< >:5^^y-;H . 5 gtDvp^5';i'5^;UA75 h* 1 5 m 1 ^?aTv7>'fk;ffi 
^0. 6 4g, 5"h5=^^X (hU7x-;U7i^7.7^ » /'^^v'^A (0) 0. 3 2 

gSiDAT, 1 0 ot:Ti Bii^bfc. mta-Cxh^+T. (h'J7x-;u7i^;^7^ 

» Ay-J^A (0) 0. 3 2gSr3iJPL> 1 3 Ot^Tl Bit^f bfc. 

;i';^7^Ai>o-7 hi^7 7^- (S^^X?;U: yjl/-7;U^:^-!J->= 1 l 0~1 : 1) 

■v^m^mu #e>nfc^r9^vx5^;i.x— r;uTi5fe#u. ^ie^b^ti4 3 img 

'H-NMR(400MH2,DMSO-De ) 5 2.57 ( 3H, s ), 7.26 ( IH, dd, J = 2.4, 8.0 
Hz ), 7.53 ( IH, s ), 7.56 ( IH, dt, J = 6.0, 8.0 Hz ), 7.79 ( IH, dt, J = 2.4, 6.0 Hz ), 
7.89 ( IH, d, J = 8.0 Hz ), 8.55 ( IH, s ) 

I I - 9 - e 

3 -(3 -7;u:<^□7x-;u)- 7 -^^;u- 1 H-^ >yv-ji- 5 -tijv^i^ym. 

3 -(3 -yjl^tuyx.-)],)- 7 -j>c5^;u- 1 h-^ >^v^-ju- 5 
hUJU4 3 OmgfCJKB^ise. OinU7lc2. 0 m K iiBSSI 2 . Oml^m^AiU 
^,10 ©"CTl Bji*^bfe. tmm.. Kmm\Z7\(.2 Oml ^JP^., «rmufc«g^ 

0 m g ^m^^^^t LXWtz. 

^H-NMR (400MHz, DMSO-Dg) 6 2.58 (3H. s), 7.27 ( IH, dd, J = 2.4, 8.0 Hz), 
7.61 ( IH, q, J = 8.0 Hz ), 7.71 ( IH, dd, J = 2.4, 8.0 Hz ), 7.76 ( IH, s ), 7.81 ( IH, d, 
J = 8.0 Hz ), 8.46 ( IH, 8 ) 
^T^m I I - 1 0 - a 
(3-7n^-6-7;i/^a-2-y l>^->-7xx;U) - j-y ^ \y>- 2 )\^ 

^mmm^T. -7 8x:vn. iv->?-ry7'otfji'75>o. 6 4g©xh^t 

Hn77>9ml^fl8E»c2. 6 6M n-75^;i/iJ5^'7A©'\4^-9->Jg«S2. 3 8 
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-y}\^^n-2-;^h^iy-o-\£>i. I B g^mrvtz, mf^nmf'B'\2o^ 

^WbtzW:. 2-:h7 h7;U7-'t HO. 9 9 g©T- t HD:7^>4m 1 ^T^^ 
MTLfc. IHitaTr 1 Btfal 2 0 ^J-itm ^?^TT7jc$jDA, vX5f;1/X-x;h?2 

TO<b^«^ 1 ; 7 2 g ^^Hfe^-f brmtzo 

'H-NMR ( 400 MHz, CDCI3) 5 SAB (3H, s), 3.68 (IH, d, J = 10.8 Hz), 6.35 (IH, 
d, J = 10.8 Hz), 6.88 (IH, t, J = 8.8 Hz), 7.42 - 7.53 (4H. m), 7.80 - 7.85 (4H, m) 

§mm 1 1 - 1 0 - b 

(3-:/o^r— 6-7;i/:t-p-2-p4 h^~>-7x-;u) 

7 2g(Dmt^^uys 4. 4mimm^z.'m^it-mif^y 
•^yb. 16 g^j)p;t, ^STi 7Btrs^»Lfc^, -mit-^y^y^tzr-f vm 

ALfco ^Si^g^LT, me^b^i^l. 6 3 gS^fi:t'f;Ui:LT#fc, 

'H-NMR ( 400 MHz, CDCls) a 3.80 ( 3H, s ). 6.91 ( IH, dd, J = 8.0, 8.8 Hz ), 
7.51 - 7.55 ( IH, m ), 7.59 - 7.68 ( 2H, m ), 7.87 - 7.93 ( 3H, m ), 8.02 ( IH, dd, J = 
1.6, 8.4 Hz ), 8.20(lH,bs) 

mmm 1 1 - 1 0 - c 

5-:^a^-4-^ H^->- 3-i-7^i/>- 2 — nv-iH--iy'^'/-)v 
(3-^Dt-6-7;u^D-2-pc h^y-y 3L-)V) -^z>^vy-2-^ 

)V-:^^/yi. 6 3 gS:e'J>?>l 5ml {l^^b. \:iY-yVy—m\m2. 2 
ml SrJPAl 0 0t:T6^PBm#Lfc. S/SilKfClTKSin^fc^. @^i5X5^;i/T2|5I 

ttfflLfc, ^mm^. i^'&mm. a^. m¥imW7mi-h^)0h.ii^^m. m^^km. 
^^B^^^^y-r: 1 iHi^^LT> mrf\zmM\^. m^WL^tm o . 9 2 3 g 
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'H-NMR(400MHz, CD3OD) 6 3.39 ( 3H, s ), 7.31 ( IH, d, J = 8.8 Hz ). 7.52 - 
7.58 ( 3H, m ), 7.91 - 8.03 ( 4H, m ), 8.40 ( IH, bs ) 

ESI-MS: m/z=351, 353 (M-H)* 
Mii^SJ I I - 1 0 - d 

4-}f^ h^->-3-:h7^l^>-2-<;i/-l^— <>:$^y-;U- 5-jt>JI/7H>M 

^mnm^y. -? 8t:T5-:/o^:-4-.><h^'>-3-:^:7^^>-2-< 

;U-l^-'r>:5^y-;U0. 9 2 3 gOxh^t h'a7^>2 6m l Mf-, 2. 

66M n-:/^)\^0^^A(D^^-^>mt^2. 9 4m I ^m?L. mWCimmi 

1 : 1 ^liT? 1 m^w'^. mzr^z^miy. ^m<\:'^<^ o. 5 s 6 g ti^^f^ 

iH-NMR(400MHz, CD3OD) 6 3.48 ( 3H, s), 7.36 ( IH, d, J = 8.8Hz), 7.51 - 
7.55 ( 2H, m ), 7.88 - 8.02 ( 5H, m ), 8.39 ( IH, bs ) 

ESI-MS: m/z=317 (M-H)" 
t&Ttm I I - 1 1 - a 

3-^a^-6-7;U:tP - 2 - ^ h4^v-^>7:7;UT^fc H 

^>8 9ml?^i^tl, 2. 6 6M /2-:^5';i'U5^':7A©^^-y->|§J^l 8 . 7m 
1 ^M^. m^X 1 NfFbI 1 0 ^mWWi. MM I I - 1 - a xn^tift l-:fn^ 
-4-y)V:tn-2-p^h^'^-^>-^>9. 2 7 g SfSTL^t, (^iSTll^KS 
O^mni^it^. N-Ji^)VS.)U}^^f)i»5, 5 2ml ^mybfto ^UX2 5^ 



174 



wo 02/083648 



PCT/JP02/03735 



»H-NMR ( 400 MHz, CDClg) 6 3.97 ( 3H, s ), 6.90 ( IH, dd. J = 9.0, 9.6 Hz ), 

7.76 ( IH, dd, J = 5.6. 9.0 Hz ), 10.35 ( IH, a ) 

mmi^ 1 1 - 1 1 - b 

[b] 75>-2-^JU- (3-ya^-6-7JU:tP-2-:>^h:^->-:7 

^ll^ffl^T, -7 8t:-e2, 3-^>Vyy>l. 12g©xh7tH077 
>10inmfK{C, 2. 6 6M n--:r=^)]/0'f-^J^(O^=¥li->^m3. SGml 

mWl^fCo ^<D'^. MT'3-:/P^:-6-7JU:tP- 2-^ h4^'>-^>X7;i/ 
xl::K2g(Dxh7t KP7^>3. Smm^^tSTUfc. IHIiaT 3 0 ^J-^liSi^ 

^H-NMR (400 MHz, CDCI3) 6 3.74 ■ 3.78 (4H, m), 6.28 (IH, d, J = 10.4 Hz), 
6.647-6.652 (IH. m), 6.86 (IH, t, J = 9.2 Hz), 7.18 - 7.26 (2H, m), 7.40 - 7.43 (IH, 
m), 7.51 . 7.54 (2H, m) 

mm\ 1 1 - 11 - c 

[b] 77>-2-^;i/- (3-^P^-6-7JU:j-P-2-^h4^y-7 
x-;|/) -^^y> 

SJ«i I -1 0-b{3^^^i. [i?] 7^>-2-i';i/- (3-:/p^- 

^H-NMR(400MHz,CDClg) 3 3.86 ( 3H, s ). 6.90 ( IH, dd, J = 8.0, 8.8 Hz ), 
7.29 - 7.33 ( IH, m ), 7.37 ( IH, bs), 7.48 - 7.53 ( IH, m ), 7.58 - 7.61 ( IH, m ). 7.64 
- 7.69 ( 2H, m ) 

m^m 1 1 - 1 1 - d 

3-^>^/ [b] 77>-2— f;i/-5-yP^-4-j?t h4^'>- 1 H-Oyy 
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Mitmi I - 1 0-c fC^ltVi, ^>V ib] 7 5>- 2-<;u- 

'H-NMR ( 400 MHz. CD3OD ) 5 3.86 ( 3H, s ), 7.25 - 7.37 ( 3H, m ), 7.53 ( IH, 
d, J = 1.2 Hz ), 7.57 - 7.61 ( 2H, m ), 7.69 - 7.71 ( IH, m ) 
ESI-MS: in/z=341. 343 (M-H)" 

mmm i i - i i - e 

^i£Mi i-i 3-^>i/ [&] yy>-2-'i}V-5-:fn=e 

'H-NMR(400MHz, CD3OD) 6 3.48 ( 3H, s ), 7.36 ( IH, d, J= 8.8Hz ), 7.51 - 
7.55 ( 2H, m ), 7.88 - 8.02 ( 5H, m ), 8.39 ( IH, bs ) 
ESI-MS: m/z=307 (M-H). 
^T^m I I - 1 2 - a 

^>'J\b]9-:tyji>- 2—^)1- (3-:/a^-6-7;i/:j-D-2-;?^ h^i^- 

m^mi i-i i-bfctj^K mmu i-i i-a{i.t^T#e,nfe3-ya 

^r-6-7;U:to-2-^ h+>'-^>X7;i'X t \^ 2 g t^>V [b]^ty x. 
>iS^<b. Um\:^^2. 1 4g$:t^>v?fi:t<;i'<i:bT#fe. 

^H-NMR (400 MHz, CDCI3) 5 3.66 (3H, s), 4.05 (IH, d, J = 11.2 Hz), 6.38 (IH, 
d, J = 11.2 Hz), 6.88 (IH, t, J = 9.2 Hz), 6.97 - 6.98 (IH, m), 7.26 - 7.33 (2H, m), 
7.54 (IH, dd, J = 6.0, 8.8 Hz), 7.64 - 7.66 (IH, m), 7.77 - 7.79 (IH, m) 

m^m 1 1 - 1 2 - b 

^>7(/?]^:t7x>-2--r;U- (3-:raqE- 6-7;U:ta- 2-pC V^-y- 

7x~ju) -j?t^y> 
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mmmi I -1 O-bfltJfVi, ^>'/lb]^^yx.>- 2-^)1^- (3-7*D^: 

»H-NMR (400 MHz, CDCla) 6 3.85 (3H, s), 6.91 (IH, dd. J = 7.6, 8.8 Hz). 7.37 
• 7.41 (IH, m), 7.46 - 7.50 (IH, m), 7.64 - 7.68 (2H, m). 7.81 - 7.84 (IH, m), 7.88 - 
7.90 (IH. m) 

mmu I - .1 2-c 

3-^>V{b]^:tyai>-2-^)\^-5-yn=E-4-}^ h^'>- 1 i/-^> 

i^T^mi I - 1 0 - c ^>V[b]^:ty3i>-2—(}]^- (3-ypt 

-6-7;i/:^-D-2-;;^h^'>-7x-;i/) -:/>^/>2. 0 4 gf)^^, Umit'^ 

mi. 4 2g^mm^m^tVTmrzo 

^H-NMR (400 MHz, CDgOD) 5 3.76 (3H, s), 7.29 (IH, d, J = 8.8 Hz), 7.33 - 
7.39 (2H, m), 7.58 (IH, d, J = 8.8 Hz), 7.86 - 7.88 (2H, m), 8.10 (IH, bs) 
ESI-MS: myz=357, 359 (M-H)" 

nmm 1 1 - 1 2 - d 

3 -^>V[ bl ^^7x>- 2 ;U-4 - ^ h:^->- 1 H-^ >W-;i/- 5 

I-i 0-d\zm\ 3-^>\/[Z?]5";t-7x>-2-<;i/-5-7'D 
^-4-p< h^v-lH— r>^\/-;H. 42g;5^f>, ^t2{b^tl0. 64g^ 

^H-NMR (400 MHz, CDgOD) 6 3.84 ( 3H, s ), 7.33 - 7.39 ( 3H, m ), 7.86 - 7.90 
(3H,m), 8.14(lH,bs) 
ESI-MS: m/z=323 (M-H)" 

mi^m 1 1 - 1 3 - a 

2. 4->^7;i/;j-a-3-^;u$;i/-^>'y- 

^mmmn.T, ^i^y^zN. N-v-rvii/atrjUT^^i i. igcDrh^tK 

□ 77>1 0 Om l^iStZl. 6M n--:/'^)\^^)^OA0^=^-^>m^6 6ml 
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-hU;H3. 9 g®xh^t:Ka77>l 5ml ^Ji^^MTLfc, iHliSTlO^^ 
tzo S.mmz. ^mm2 0m l ^JpAfc^, zK2 O Om l *JjD^> >'X5";Ux-x 

'H-NMR (400 MHz, DMSO-de) 6 7.53 (IH, t, J=8.8Hz), 8.33(1H, ddd, 
J=6.0,7.2,8.8Hz), 10.17 (lH,s) 
I I - 1 3 - b 

mi&Ml I-l 3-aT#6.nfe2, 4 - v7;U:tP- 3 -3i^;U5;U-^>yn 
hU;U8. 5 5 g^xh^t HP7^>4 Dm 1 43ckt>V:$'y-;i/4 Om 1 {c:^« 
L . t H ^ >-7KfBi^ 5 . 1ml ^m^MWV 3 B mmW. 5 0 "CT 3 m?^^. 7 
0ST3li#K8li$Lfe. S*SM{C*7jcl 5 0ml <£Jn^, i^mx5^;P 3 0 0 m 1 :fe 
J;Z/xh^tKo7^>l 0 0ml ?£JnA, zK. fig 

-1:4) rmm^^L. ^iB^k^tis 0 9mg^, ih^-^i^^BtLmft, $ e> 

;UT;U's=^r-y->= 1 : 4-l : O) -effgfilSL. SIIB^b^tll. 8 0g^iiji5>:fe 

»H-NMR (400 MHz, DMSO-dg) 5 7.58 (IH, d, J = 8.8 Hz), 7.70 (IH, dd. J = 6.0, 
8.8 Hz), 8.45 (IH, s), 13.94 (IH, s) 

m7&m 1 1 - 1 3 - c 

4-7;u:tp- 1 H-^>^v-)\^-t)}Vt->m. >^5";pxx-x;i/ 

Stii^Ji I - 1 3-h'Vmn-ft4-y)ltn-lH-^>^^'/-}V-5-tl 
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hij;n. 6 5 g\z^mmBm\ .7Ksm\ .m^mi 6m 1 ^mxi 1 ox: 
7^>4 om 1 mmz. T§im<oi^7V:>^^>(o-jj.^)i^jL-7-jm^^ta?L. 

'H-NMR (400 MHz, DMSO-de) 6 3.87 (3H, s ), 7.45 ( IH, d, J = 8.8 Hz ), 7.82 
( IH, dd, J = 6.8, 8.8 Hz ), 8.36 ( IH, s ), 13.70 ( IH, s ) 
Uj^m I I - 1 3 - d 

ik 

MT. mmmi I- 1 3-cT#e>nfc4-7;u:tp- iK-5-<>y^/- 

^S5^b^#l3. Og^OjnJcfei^StLT^fe. 
iH-NMR(400MHz,DMSO-d6) 6 3.88 (3H, s), 7.48 ( IH, d, J = 8.8Hz), 7.85 
( IH, dd, J = 6.4, 8.8 Hz ), 14.00 ( IH, s ) 
^j&m I I - 1 3 - e 

3 - y D^- 4 - yji^a - 1 - h u 1 h-^ >y'/-)V- 5 -ti)i^> 

Jk?^T, MiS^yi I-l 3-dT#?>nfc:3-:/D^:-4-:7;i.:^D-l//-5 

--r >y\/-;u;^j;ujt^>^ ^5^;ux7.x;u;u2. 9 9 gc^xh^ t h*P77>3 

Ommjj^JC, 6 0%7j<^{k::hhiJ-i7A5 2 6mg^JPx.2 S^^-r^lWUfc^, h 
ij7x-;M5^;i/^0 5-f K3. 21g$lin^, IliigTlS^P^, se){::^?gT4 
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mx5^;H 0 OmlTttaib;t. tK (2®) , tSfP:tit7j<Tll^^^#bs 

'H-NMR ( 400 MHz, DMSO-dg) 6 3.83 (3H, s), 6.30 ( IH, d, J = 8.8 Hz), 7.12 
- 7.20 ( 6H, m ), 7.30 - 7.40 ( 9H, m ), 7.55 ( IH, dd, J = 6.8, 8.8 Hz ) 

m^m 1 1 - 1 3 - f 

3-^>y [b3 5^:j-7x>-2-^;i/-4-7;U:j-a-lif-5— f>;$^^/-;U 

;UA7$h*7. Sml^^Sfc, 2-^>\/[b] 5":r7x >3i^o >m 2 6 7 mg , 
7^y'fb;^U '^A2 9 lmg(^ Im 1 7j<^fig, 2- f e r t -y9';U7;j-7.7 
^y) t*7xx;i.3 Omg, /1^v':7Aai)7-fex-h 1 2mg^Jli:^iPA, 5 5t: 

mm:s^^}it7- h ^ h H o 7 7 >©ji^^t^ic^fiim, 7jc. i^mmmwm± h u 

'^A7jc^^g, fiSSlAJi7lcTli«^L, M7mi?-7i/:t>'>':7AT^j^Lfc. ^Ji^ 
MJETtg^U, m;^J'>yU >i:7'#:5 0 4mgS:#fc, mtltzm-tl y^V >^i^ 
3 5 0mg^m^5'l/>4m UCML, h U 7;U:^-D@^^2m 1 , h'J<V7' 

□ fc:;u->7 > 0 . 1 m 1 & jD;i, mtaT 1 5 s^£;m{c®fPi^i!7X^ 
i-h^) ^AyK^mpitz^. mm:jL^)v 5 0ml TtttBLfe, ^mm^. mam^yif^ 

)V: h;i'X>=i : 9) mm^Uh. mzit^mi 5 4mg^, mn-^^^uth 

^H-NMR (400MHz, DMSO-Dg) <5 3.91 (3H,s), 7.38-7.45 (2H,m), 7.52 (IH, d, J= 
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8.8Hz), 7.91 (IH, dd, J=6.8, 8.8Hz), 7.96-8.03 (2H,m), 8.05 (iH.s), 14.01 (IH, s). 

^mm 1 1 - 1 3 -g 

3-^>'/ [fa] ^:t7x>-2— f;u-4-7;u:ta- ijf-5--r>:y'y-;i/ 
mmmi i-i 3- f T?#e.nfc. 3-^>y [t] ^^yji>-2-^)\^-4 

c^A^^j^imi ^in^> 5 5t:T?2. smmwvtz, tk'i^^. iM^mms. 

iH-NMR(400MHz,DMSO-D6) 6 7.36- 7.43 ( 2H, m), 7.47 ( IH, d.J=8.8 Hz), 
7.88 ( IH, dd, J = 6.4, 8.8 Hz ), 7.95 - 8.00 ( 2H, m ), 8.03 ( IH, s ). 13.16 ( IH, s ). 

mmi I I - 1 4 - a 

A-y)V-^u- 3 2 -^)V- 1 H- 5 --r y^'J-)V±)]/-^sym 

mm\ 1 1 - 1 3 - f oIj^z^z. m.m\ 11-13 -ei^wtLtz z-zru 

^-4-7;i':tD-l-h •J5^;U- 1 H—f >y'/-}V- 5 -f!)Vt^ym 
)VJL7.y-)Vb 1 5mgt^ 2 -:h7^ 1/>JJ<D>^ 2 5 8mg;6^^, l$7}c;^j 
>ii^^!^4 9 5mg^t#75:o t}y^^J>i/WS 5 Omg^mj&mi I -1 3- f 
^{lipDT, h U5^;USS:lift«^LTSt2{b^#I 1 5 4mg <&aji>>:fii^B^i: LT# 
fc. 

'H-NMR(400MHz,DMSO-D6) 6 3.88 ( 3H, s ), 7.52 ( IH, d, J = 8.8 Hz ), 7.56 
. 7.62 ( 2H, m ), 7.89 ( IH, dd, J = 6.4, 8.0 Hz ), 7.96 - 8.10 ( 4H,in ) 8.39 ( IH. s ), 
13.94 ( IH, s ) 

Sijgf y I I - 1 4 - b 
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Mii^y 11-13 -g(o:^m\zm\^x. mm] 1 1 - 1 4 - a x-mrnvtz 4-7 
)i:tn- 3 -^y^fuy- 2 -'f 1 h- 5 — r >y V-;u;tj;i^7H>if ^^5^ 

'H-NMR ( 400 MHz, DMSO-Ds) <5 7.49 ( iH.d, J = 8.8 Hz ). 7.55 - 7.61 ( 2H, 
m ), 7.88 ( IH, dd, J = 6,4, 8.8 Hz ), 7.96 - 8.08 ( 4H, m ), 8.39 ( IH, s ), 13.08 ( IH, 
s), 13.88 (lH,s). 
MiiM I I -.1 5 - a 

3-^>y [b^ 7 7>-2--f;|/~ lH-5— f >y^/-;i/:^;i/:j^>M 

^7tm 1 1 - 1 3 - f (D:^mzmc. mm 1 1 - 1 3 - e -cmmLtz 3 -t^d 

=E-4-y)V:tU- 1 - hiJ5^;U- 1 H-^>yV-)V-5-t}M>m 
;i/X7.x;U3 0 Smgi:, 2-^>V [b] 77>3l?a>mi 4 5mg*>5, MI3 
it^i^l 2 Smg^M^m^tLxntzo 

'H-NMR(400MHz,DMSO-D6) 5 3.91 ( 3H, s ), 7.32 ( IH, t, J = 7.6 Hz ), 7.39 
( IH, dd. J = 7.6. 8.4 Hz ). 7.51 ( IH, s ), 7.54 ( IH. d, J = 8.8 Hz ). 7.69 ( IH. d, J = 
8.4 Hz ), 7.78 ( IH, d, J = 7.6 Hz ), 7.91 ( IH, dd, J = 6.4. 8.8 Hz ), 1415 ( IH, s ) 
^ig^J I I - 1 5 - b 

3-^>V [b] 7 5>-2-<;i/- iH-5-^>^^y-;u:^;i/>ji>Sg 

mmm 11-13- go^^^icipD, mmm 11-15 - aT#e.nfc 3 -'^> 

y Cb] yyy-2-^)i-iH-5-^>y'/~)iti)i't^>m. ^5';ux7^x;u 

1 2 Img^^ib. ^IBfb^^l 1 bmg^lh^'&f^^BtLX'i^tco 

'H-NMR ( 400 MHz. DMSO-Dg) 6 7.32 (IH, t. J = 7.6 Hz). 7.39 (IH, dd, J = 
7.6, 8.0 Hz), 7.50 (IH, s), 7.50 (IH, d, J = 8.8 Hz), 7.69 (IH, d, J = 8.0 Hz), 7.76 
(IH, d, J = 7.6 Hz), 7.90 (IH, dd, J = 6.8, 8.8 Hz), 13.18 (IH, s), 14.09 (IH, s) 

mitm 1 1 - 1 6 - a 

[b] ^^7x>-2 (5-7'a^-2. 4-v7;U:j-D7xXjU) 
^^/> 

m7&mi l-5-aXn^n^s l. 5-P:fn=E-2. 4-i^y)l:tu^>i£ 
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>i7. ig^mtLT. mitmi i-s-htrnmizn-zf^ji^ij^^A-c^) 

4- v'7;U;ro^>X7;Uxt K 1 0. 7 g^ntzo ^<D^0lZ. ilM I I-l 

I - 1 0 - b <i:ra*||fd::&STg!{bU, 9 . 7 g bT#fe. 

^H-NMR (400 MHz, CDCI3) fi 7.07 (IH, t, J = 8.6 Hz). 7.44 (IH, t, J = 8.4 Hz). 

7.52 (IH, t, J = 8.4 Hz). 7.77 (IH, s), 8.65 (IH, d, J = 6.6 Hz), 13.50-13.60 (IH.bs). 

mmi 1 1 - 1 6 - b 

5- (^yy [b] 5";t7x>- 2-;^;P/K:2JU) -2. 4 -i^y }\^^a-^>V 

mitmi i-i-ctipCT, ^>^y [b] 5^^7x>-2-^;i/- (s-yo 

^-2. 4-i^7;U^D7x-;i/) pt^y>2. 98g*^S, mfHit^f^l. 46 

^H-NMR (400 MHz, CDCI3) a 7.16 (IH, t, J = 8.8 Hz), 7.44 (IH, t, J = 8.0 Hz), 

7.53 (IH. t, J = 8.0 Hz), 7.73 (IH, s), 7.88 (IH, d, J = 8.0 Hz), 7.91 (lH,d, J=8.0Hz). 

mitm I I - 1 6 - c 

3-^>^/ [b] 5":t7x>-2— f;U-6-7;U:tn- Iff— f >W-Jl/- 5 

^mmi i-i o-c{c2fii;T> 5- (^>>/ [b] ^^y:ii>-2-ti)vt>- 

;U) -2. 4-iyy)l7t-n-^>V-h'})Vl. 4 6 gH)^^. mUit-^i^l . 08 

g^Wim^^^BtLxmfto 

^H-NMR (400 MHz, DMSO-dj) 6 7.37-7.45 (2H, m), 7.74 (IH, d, J = 10.0 Hz). 
7.86-7.91 (IH, m), 7.97-8.01 (IH, m), 8.39 (IH, s), 9.06 (IH, d, J = 6.0 Hz). 
n^mi I-l 6-d 

S-^>'J Tb] ^:j-7x>-2-^;i/-6-7;i/:ta-li/--r>y'/~;i/-5 
MM I I-l 6-cT#e.nfe, 3-^>7 [b] 5^:t7x>-2-<;U-6 

-7;u:i-D- iif-<>yy-;u-5-*;i/j}<- hij;i/6 0 omg^r, Miifiii i 
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- 1 - e tmmu:^m-vM^mu ^fB<b^#» 3 1 omg^m^^^^^t lt^i 

^H-NMR (400 MHz, DMSO-ds) 5 7.36-7.43 (2H, m), 7.50 (IH, d, J = 10.9 Hz). 
7.97-8.02 (2H, m). 8.16 (IH, s), 8.73 (IH, d, J = 6.9 Hz), 13.15-13.30 (IH, bs), 
13.69 (IH, s). 
W^M I I - 1 7 - a 
(5-:/a^-2. 4-i^7JI/:f □7x-;i/) j-y ^ U>- 2 }V- / > 

>i3. 6g^> m^mi i-5-htnm\zn--:f^}i^)^0A^^\,^x^j^^ 
timmm 1 1 - 1 0 - b tmmfs.:&^rmi\:L. mt^it^^m i s . 5 g 

'H-NMR (400 MHz, CDCI3) 6 7.51-7.59 (2H, m), 7.63 (IH, d, J = 9.0 Hz), 
7.93-7.96 (IH, m), 8.02 (IH. d, J = 8.4 Hz), 8.14-8.18 (IH, m), 8.15 (IH, dd, J = 
1.6. 8.4 Hz), 8.56 (IH. d, J = 1.6 Hz), 8.61 (IH, d, J = 6.5 Hz), 13.45-13.65 (IH, 
bs). 

mmm 1 1 - 1 7 - b 

2. 4-':^7;u^a- 5- ii-y^i^>-2-ti)i^=.)V) -^y^/z-h^jju 

Sii^^yi I - 1 -cUtpDT, (5-:fn=E-2. 4-z^y)l:i-nyx.=-)V) i- 
y^U>-2—()V-)f^^y>3. 7 6gf}^^. m?.it't^2. Sg^m^^^t 

^H-NMR (400 MHz, CDClj) 6 7.15 (IH. t, J = 8.8 Hz), 7.60 (IH, t, J = 7.8 Hz). 
7.67 (IH. t. J = 7.8 Hz), 7.91-7.97 (4H. m). 7,97 (IH, t, J = 7.0 Hz). 8.19 (IH, s). 

mmm 1 1 - 1 7 - c 

6 -7;i/:tP- 3-i-y^\^>-2-'i)V-l H—i >^''/-}V- 5 -tl)]^^^- 

mmmi i-i o-ctf^Dx, 2, 4->>7;u:to-5- (±y^u>-2- 
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>H-NMR(400MHz.DMSO-d6) 6 7.53-7.61 (2H, m), 7.72 (IH, d, J = 9.6 Hz). 

7.93- 7.98 (IH, m), 8.03 (IH, d, J = 8.5 Hz), 8.14-8.19 (IH, m), 8.18 (IH, d, J = 8.5 
Hz), 8.65 (IH, s), 9.03 (IH, d, J = 6.0 Hz). 13.83-13.97 (IH, bs). 

mmm 1 1 - 1 7 - d 

M • . 

Mj^mi I-l 7-cT#enfe6-7;i/:tn-3-:^7:$'U>-2-<;i/- 

*H-NMR (400 MHz, DMSO-de) 6 7.47 (IH, d, J = 11.3 Hz), 7.53-7.60 (2H, m), 

7.94- 7.99 (IH, m), 8.07 (IH, d, J = 8.6 Hz), 8.09-8.14 (IH, m), 8.11 (IH, d, J = 8.6 
Hz), 8.50 (IH, s), 8.67 (IH, d, J = 7.2 Hz), 13.05-13.25 (IH, bs), 13.62 (IH, s). 

mj^m 1 1 - 1 8 - a 

5-yn^-3- (3-7Jl/:ta-7x-;P) -4-^ h4^y-l - h'J^;i/- 1 

ISii^yi I-2-cTt#6.tlS, 5-:^0^-3- (3-7;i/:tO-7x-;i/) 

Wzmmi^. ^^X'^WT. 7jc^^t;:f hUC^A (60%^^) 99mgi&l)PA^ 1 
SMWbtz^. hU7xr:;i//5";i/i'D^^ K4 8 3mg<&jP^fCo ^JgTlNp 

'H-NMR (400 MHz, CDCI3) 6 3.54 ( 3H, s ), 6.16 ( IH, d, J = 8.8 Hz ), 7.01 - 
7.08 ( IH, m ), 7.11 ( IH, d, J = 8.8 Hz ). 7.16 - 7.40 ( 16H, m ). 7.64 - 7.69 ( IH, m ), 
7.74 ( IH, d, J = 8.0 Hz). 
I I - 1 8 - b ■ 
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3- (3-7;[/;j-a-7xz.ji/) -4-^ i-4^e/-i-m^;i/-i/f— f >y^/ 

-Jl/- 5--<Jl/7$> 

m^Ml I -1 8-alr#e.ni>, 5-:^o^:-3- (3-7;i/:tn-7x-;i/) 
-4->^h:^>'-l-hU5^;i/-lH-'1'>^y-;U8 1 0mg$h;i/X>7. 2 
mMctgj^U, t-:/h^S>:^h<J':7Al 9 4mg> '^>y7xy WS>0. 2 
9m K 2, 2' -k*^ (>'7x-;i/ii^;^7^ -1, 1'- tf:)-75^;H 3 5m 

#ffi^T8 orirSPtMWLfco >?x^;i.x-x;i/<£Jn^ 

Kn7^>7. 2mlt^«?U 2Niii!0. 3 6 m 1 *JJP AT^MT 3 ^F^lJi^^ 

T^*U> ixu;^7^'*;i/*^Ai>ovhi:7-77^- (@l®?x5";i/:^^^-y->=i 3) 

Tmm^mL. w.mit'^!^4 2 6mg<^5!p?ife^^B<hbT#fc. 

'H-NMR (400MHz, CDCls) 5 3.46 (SH.a), 6.11 (lH,d,J=8.8Hz), 6.55 
(lH,d,J=8.8Hz), 6.96 - 7.04(lH,m), 7.20 - 7.62(16H,m), 7.68 - 7.74(lH,m). 7.76 
(lH.d,J=8.0Hz). 
§^Ttm I I - 1 9 - a 

4- y)i:tn-3- (3-7jl/^o-7xx;i/) - i-mg^;u-iH — (>yv 
ummi I -1 8-a®;&ffit2pi;T, ismi i -3-ci-e#en-i)4-7;i' 

;j-n-3- (3-7;i/:tO-7xXJl/) - 1 H— T ViJ'V^-;!/- 5 -*;I/jJ<>®?1 . 
2 5g*^e, ^IS^b^tjl. 2 9g<£m±fi7^r;U77;^tUT#fc. 

»H-NMR(400MHz.CD3OD) (5 6.34 ( IH, d, J = 9.2 Hz ). 7.08 - 7.16 (IH, m ), 
7.16 - 7.37 ( 16H, m ). 7.38 - 7.67 ( 3H, m ). 

mitm 1 1 - 1 9 - b 

{4-7;i/:ta-3- (3-7;i/:ta-7xXJU) -l-h^)^}l^-lH-^>iS^ 

>/-ji/-5 — f;i/} -^jWN*S'y^^ /^>s;ji/xx5^;i/ 
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SJMI I - 1 Q-aT^ens, 4-y)]/:tU-3- (3-7;U^O-7x- 

M - i-hU5^;u-iH-i'>^V-;i/-5-;^;U7f^>^i. 2 9g^h;ux> 

12. SmUc^filL, ^Mi^Th'Jx5^;U75>0. 3 8m 1 t>'7x-;i//}N 
;:^*U;i/7>^F0. 5 6 6inl i£JnK.T^fiT2fltrB^, 1 2 o'C-ei«3 oi)-m 

^Lfe, '^>>>;i/7;ni-;i/0. 7 7 6m i sjbati 2 o'ceiBtK 

yjltiyA^n^h^yy^- (gti!X5^;i/ : ^^1i->= 1 : 5) Ti^M^^-giU, 
mtlit-^^ 6 5 2 m g ^n±^^^!^t bxmzo 

^H-NMR(400MHz,CDCl3) <5 5.19 (2H, s), 6.23 ( IH. d, J = 9.2Hz), 6.70 - 
7.71(26H, m) 

mmm i i - i 9 - c 

4-7;i-:j-a- 3 - (3 -7;i/:tD-7xxji/) - 1 - h'j^ji/- 1 >y^/ 
-;i/-5— rji/75> 

Mit^SjI I -1 9-bT^#en§ {4-7;i/:tO-3- (3-7;i/:tn-7xX 

- i-h'j5";i/-iH— r>yy-;i/-5— f;n -:^;i/A*^>g| ^>e;ji/ 

X7>x;i/6 5 2mg^p<^/-;i/2 OmHC^SPb, 1 0 %yt^-:^':7A-^il6 5 

'\4^1i->=l : 5) Tffl^^^L, :^IH'fb-a-tl 2 9 7mg^^#fe, 
'H-NMR(400MHz, CDCI3) 5 3.54 ( 2H, brs ), 6.09 ( IH, d. J = 8.8 Hz ). 6.56 
( IH, t, J = 8.8 Hz ), 6.96 - 7.40 (17H, m ), 7.51 ( IH, d, J = 10.4 Hz ), 7.69 ( IH, d, 
J = 7.6 Hz) 

samm 1 1 - 2 0 - a 

6-7;U;ta-3- (3 -7;i/:ta-7xx;i/) - 1 - h^J^)U- 1 h-^ y-^V 
-}l-5-ti)V-^>m. 

umi 1 1 - 1 8 - a (D:&mzmcx. mmm 1 1 - 5 - f 6>n^ e - yjv 

:tO-3- (3-7;i/^0-7xXJl/) -IH — { >^'/—)V- 5 -:fy)]/:^>m3 
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5 2mg3&ie.. mt&it^<^4 9 emg^n^^^s tvxmtc, 

^H-NMR (400MHz, CDCI3) 6 6.13 ( IH. d, J = 12.8 Hz ), 6.96 - 7.78 ( 19H, m ), 
8.73(1H, d, J=10.4Hz). 

mmm 1 1 - 2 o - b 

{6-y)V-^n-3- (3-7;i/:tD-7xr:;i/) - 1 - h'j^ju- ih— f >y 

^>v;i/x:^^;i/ 

1 1-19 -b0:^mzm\:x. ^mm 11-20 -a-cn^n^ e-y 

;i/:tn-3- (3-7;i';^-n-7x-;i/) - i /f—f >i5^y-ji/- 5-:*j;i/7}^>i! 

4 9 6m g*^ 6, ^E-fb^tl? 6 Omg (SSiMtl) 

>H.NMR (400MHz, CDCI3) 5 5,24 ( 2H, s ), 6.09 (IH, d, J = 12.0 Hz ), 6.80 - 
6.86 ( IH, brs ). 7.00 - 7.07 ( IH, m ), 7.14 - 7.46 ( 22H, m ), 7.54 - 7.60 ( IH, m ), 
7.65 - 7.73 ( IH, m ) 

m^m 1 1 - 2 0 - c 

6-7;i/:j-o- 3- (3-7;i/;ta-7x-;U) - 1 - h'J5^;|/- lJf--f >^'/ 

mmm 1 1 - 1 9 - c o:&^f'2pi;T, mi^m 11-20 - bT-#6ns { e - 
y)]/tn-3- (3-7;u:a-D-7x-;i/) - i-hO'^JV- 1 H—(>yv-)V 

5 m g ^mn^^^B t Lxmco 

'H-NMR (400 MHz, CDCI3) d 3.65 (2H, brs), 6.06 (IH, d, J=12.0Hz), 6.97- 
7.05 (IH, m), 7.16 - 7.44 (17H. m), 7.54 (IH, d, J=6.0 Hz). 7.63 (IH, d, J = 7.2 Hz) 
mi^m 11-21 

A-yu^-s - (3-7;i/:j-a-7x-;t/) -i-hU^Jiz-uz—o^V- 

3- (3-7;i/^D-7x:n;i/) -i-hU9";i'-ii/— r>^V-;i/-5--f 
;l'75>l. 0 4 g<£vi>no^^>2 2. SmUzmmb. mwmi-h^joj^ 
2:3 7 SmgiQXs ^}^mWT\z. ^mo. 1 2ml (D~J^nn:A^>5 0ml ^ 
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h^yy^- (Stl?x5^;|/ : /\+-y->= 1 : 5) T^J-^mSiU, Mlt^tll. 1 
8 g a ^ 7 :j- - A t L T#;t. 

»H-NMR (400MHz, CDCI3) 6 3.97 (2H. brs). 6.31 (IH. d, J = 8.8Hz), 6.52 (IH, 
d. J = 8.8 Hz), 7.02 - 7.09 (IH, m), 7.18 - 7.43 (18H, m).. 

nitm I, I - 2 2 - a 

5-ya^-3- (3-7jP:ta-7xXjP) - 6 h^->- 1 if— f >^V'- 
ik 

^:-2-7Jl':tO-4-;j< h=^^->-7xx;i/) - {3 -y )V:tU—y -p^ 
> 5. 0 5 gii^6. ^mit^^2. 6 8 g LT#fc. 
»H-NMR (400 MHz, CDCI3) 5 3.94 (3H, s), 6.85 (IH, s), 7.09 - 7.16 (IH, m). 
7.48 (IH, td. J = 8.0, 6.0 Hz), 7.61 - 7.66 (IH, m). 7.68 - 7.74 (IH, m), 8.17 (IH, s). 
^ii^J I I - 2 2 - b 

5-:;^a^-3- (3 -7;i/:j-a-7xxji/) - 6 h^->- 1 - h'J^;i/- 1 

mmii I - 1 8-a(7):;&ffi{c2pi:T. mmmi i - 2 2 - a-vmn^ 5 

o^:-3- (3-7;u^n-7xx;i/) - 6 -pt 1 f >y\/-;P9 1 

4mg;^)^e^ M^b^J^l. 6 4g?:^mfelS^BitTt#fc, 

iH-NMR (400MHz, CDCI3) 6 3.38 ( 3H, s ), 5.74 ( IH, s ). 7.00 - 7.06 ( IH, m ), 
7.14 - 7.36 ( 15H, m ), 7.40 ( IH, td, J = 8.0, 6.0 Hz ). 7.55 ( IH, d, J = 10.4 Hz ), 
7.65 ( IH, d, J = 8.0 Hz ), 8.15 ( IH, s ) 

^mm 1 1 - 2 2 - c 

3- (3-7;i/:j-a-7xXjl/) l-h^J^)V-l H-^yyy 

5 — r;i/75> 

mmmi i-i 8-b(D:^-mzmcx. mmmi 1-2 2-bTf#e.n-5 5-y 

a^-3- (3-7;i/;*-n-7xx;i/) - 6 h^->- l - h >J5^;U- 1 f 
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tz, 

>H-NMR (400MHz. CDCI3) 6 3.37 (3H, s), 3.77 (2H, brs), 5.65 (IH, s), 6.95- 
7.02 (IH, m), 7.17 - 7.40 (17H, m), 7.57 (IH, d, J=10.4 Hz), 7.67 (IH, d, J=8.0 Hz) 

mmm 11-23 

Mt^MI I - 9 - cTtten;^, 3-(3-7;i/^07x-;U)-7 

-p^5';i'-i-h'J5^;u- iH-'i'>^y-;i/2. 0 g(Dh)v:L>2 ommm\z. 

□ □3j^;i/A) vA^v^7A (0) 9 5mg, 2,2' -fX (v^7x-;U7;i-;^7>i' 
/) -1,1 ' -lf:>-75^;i/0. 1 7 g, :M-U'^7A- t e r t -7'5'^-hO. 5 

m^mS-T^^l^fc. ^S$:xh7tH07^>3 Oml ^igT5^^ 

mmi om 1 ^mxx. mux 3 o^mmnLtz, sm^ymiti- h ^j^A7i(.mm 

^7^- (S^^X5^;i/: n-^^D->=l : 10-1 : 3) xmn^Mb. #e,n 

^c^S^€:>?x5^;i'X-x;i'-egfe?^L> TO^k-^tio. 8 6 g$«ife^MtUT'# 

^H-NMR (400MHz, CDCI3) (5 1.38 (3H, s), 3.61 (2H, brs), 6.45 (IH, dd, 
J=2.4,0.8Hz), 6.95 (IH, dt, J=0.8, 8.0Hz). 7.12-7.31 (16H, m), 7.32 (IH, dt, 
J=6.0.8.0Hz), 7.43 ( IH. ddd, J = 1.2. 2.4, 10.4 Hz ), 7.55 ( IH, dt, J = 1.2, 8.0 Hz ) 
SUM I I - 2 4 - a 

3-^>'/ [b] ^^7x>-2--f Jl/-5-7D^-6-7Jl/:j-a-lH— f > 
amil I -1 e-aX'^<bnit^>V [b] 5^:t7x>-2— r;!/- (5-7' 
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□ ^-2. 4-S^7;l/:tD7x-;i/) :^^jy^. TgfC, ilji««J I I - 1 0 - c 

'H-NMR (400 MHz, DMSO-dg) 6 7.34-7.43 (2H, m), 7.65 (IH. d. J = 8.8 Hz). 
7.90 (lH,b(i,J=7.6Hz). 7.97 (IH, bd. J = 7.6 Hz), 8.28 (IH, s), 8.65 (lH,d, J=6.6Hz), 
13.50-13.60 (IH, bs). 

I I - 2 4 - b 

3-^>'/ [b1 g";j-7x>-2-^;i/-5-ya^-6-7;i/;j-a-l-hU^ 

I -1 8-a(c2pi;T, Z-O-J [b] =f-^y:L>-2-'i)V-^- 
•:fa^- 6 -y)\^:tn- 1 H--^ >yV-)V2 6 9mg*^S. :glM^tl3 5 Om 

'H-NMR (400 MHz, CDCI3) 6 6.12 (IH, d, J = 9.6 Hz), 7.18-7.38 (15H, m), 
7.73-7.84 (5H, m), 8.27 (IH, d, J = 6.4 Hz). 

I I - 2 4 - c 

3-^>V Cb] 5^:r7x>-2— r;i/-6-7;i/:j-a-l- h'J5^;i^- IH-^ 

mm\l I -l-cfCfpDT, 3-^>V [b] 5^:t7x>-2-'r;U-5-:/ 
□^-6-7;W:tO-l-hU5";U-lH-'f >:S^7-;l'3 5 Omgffii^. mmit 
2 8 0 m g ^mn^i^^ h LT#fCc 

'H-NMR(400MHz,DMSO-d«) 6 5.88 (IH, d, J=12.4H2), 7.12-7.42 (17H, m), 
7.47 (IH, d, J=8.4H2), 7.82 (IH, s), 7.86 (IH, d, J=6.8H2), 7.93 (IH, d, J=6.8H2). 

mmi 1 1 - 2 5 - a 

5 -zfn=E- 6 -7JU:ta- 3 -j-yj^uy- 2 —01- 1 h — f >W-;i/ 
Mifi«»JI I -1 7-aT#5nfc, (5-7'ot-2, 4- v7;i';f □7x-;i/) 

:)-73'u>-2-'r;i/-^:5'y>7. 0 gic, mmmi i - 1 o - c t^mtj::^iii 

'H-NMR (400MHz. DMSO-dg) 5 7.51-7.59 (2H, m), 7.63 (IH, d, J=9.0H2). 



191 



wo 02/083648 



PCT/JP02/03735 



7.93-7.96 (IH, m), 8.02 (IH, d, J=8.4H2), 8.14-8.18 (IH, m), 8.15 
(lH,dd,J=1.6,8.4Hz), 8.56 (IH, d. J = 1.6 Hz). 8.61 (IH, d, J = 6.5 Hz), 13.45- 
13.65 (IH, bs). 
Uitm I I - 2 5 - b 

5 - :/a^- 6-y}V:tn- a -±y^u>- 2 --f i - h U ^jl^- 1 h- 

'H-NMR (400 MHz, CDCI3) 6 6.17 (IH, d, J = 10.0 Hz), 7.21-7.35 (15H, m), 
7.45-7.54 (2H, m), 7.81-7.97 (4H, m), 8.26-8.31(2H, m). 
mm I I - 2 5 - C 

6- y)V:tn-3—ry^U>-2-'f)V-i-h^J9-Jl^-iH-^>yv-)l 

-5--r;i/75> 

n^mi i-i-cfc?Pi:T> s-zfu^- e-yju^a-s-i-yi^'uy-z 

•H-NMR (400 MHz. DMSO-d^) 6 5.94 (IH, d, J = 12.0 Hz), 7.20-7.40 (15H, m), 
7.47-7.59 (3H, m), 7.86-8.00 (4H. m), 8.31 (IH, s). 

mmm 11-26 

C- {3- (3-7;i^:j-D-7x-Jl/) - 6 - ^ h^i^- 1 H—(>^V—)V- 5 

U5''^A7;i'5r:e7A;w K^'f H7 Img^T- h 7 1 Kd77>4. 7m 1 \z 
mmL. »?^WT, mt7)\^5.-^A2 4 9me^lJD^l O^mWl^tZo SUS: 
mz. mmmi i-i-dX-n^ntzS- (3-7;i':*-n-7x-;U) 

1 //--f >yy-;!.- 5 -ti)Vt-:^ h U 5 0 mg <&iD;t^raT 3 BtPe^^ 

5^^MEElgliL. v'J;«3y;i';<3 7Ai'n^h^^7^- (NHv''J;fjy;i/) (g^ 
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»H-NMR (400MH2, CD3OD ) 6 4.02 (3H, s), 4.25 ( 2H, s), 7.10 • 7.19 (2H, m), 
7.54 ( IH, td, 8.0, 6.0 Hz ), 7.63 - 7.69 ( IH, m ). 7.78 ( IH, d. 8.0 Hz ) 
I 1-2 7 -Si 

m^mi i-i-c(Di3mzmcx. m&mi i-2-bT?tte.n2) {z-zfn 

^ 1 - 6-7;i/:f □- 2 h^v-7x:i;0 - (3 -7;i/:tD-7x-;i') - 
^^y>2. 0 7 gTi^^.^lBft'&tlS 9 9mg$«fe?ft4^tli:bTt#fc. 

iH-NMR(400MHz,CDCl8) 5 4.00 (3H, s), 7.01 (IH, t, J = 8.0 Hz). 7.32-7.76 
(5H,m). 

m&mi I -2 7-b 

3- (3-7;U:ta-7x-;i^) -4-/H^'>-l/f — r^'5^'J—)V-b-i])]/ 

M0IJI I - 1 -dcD^^^tCipCT, ISM I 1-2 7 -anions 4 -y)]^^ 
a- 3- iS-yMn-^yV^JV) - 2 h^->-^>i/- h ij;i.3 9 9m 
g^i^e, ^iB{k;^«^3 6 4ing^^^^^^tUT#fe, 

>H-NMR (400MHz, CDCI3) 6 3.94 (3H,s), 7.13-7.29 (2H,m), 7.47 
(lH,td,J=8.0,6.0Hz), 7.52 (lH,d,J=8.8Hz), 7.61-7.66 (lH,m), 7.67-7.72 (IH.m). 

mmm 1 1-27 -c 

C- {3- (3-7;i/:tO-7x-;i/) - 4 v- 1 H-^f >yV-;i/- 5 

m^mi I - 2 6<D:;&&fc^DT, ISig«ajI I - 2 7-bT?#e>nS3- (3- 

50mg75^^, ^I3{l:;'&tl2 5. Bmg^tffc. 

>H-NMR (400MHz. CD3OD) 6 3.92 (5H, s), 7.10 - 7.18 (IH, m), 7.31 (IH, d, 
J=8.4Hz), 7.43 (IH, d, J=8.4Hz). 7.44-7.80 (3H. m).7.47 (IH, td, J=8.0,6.0Hz), 
7.52 (IH, d, J=8.8Hz), 7.61-7.66 (IH, m), 7.67-7.72 (IH, m). 
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§imm 11-28 

c- {6-y)\^^n-3- (3-7;i/:j-p-7x-;i/) -IH-^ >yv-)V- 5 

wtmi I -2 6o;&^fc^i;T, wtmi I -5-eT#e.n'5 6-7;u^D 

-3- (3-7;U:fD-7x-;i') - 1 H— < >:$^>/-;i/- 5 h ij;n 
0 0 m g ^ . TC^b^il^ 1 2 0 m g i£M±fia^ga t LT#fc. 

'H-NMR (400MHz, CD3OD) d 4.34 (2H,s), 7.08-7.24 (IH.m), 7.42 
(m,d,J=10.6Hz), 7.56 (lH,td,J=8.0, 6.0Hz), 7.67-7.74 (IH.m), 7.80-7.85 (lH,m), 
8.26 (lH,d.J=7.2Hz) 

mmi 11-29 

c- iz-^y^j Fbi 5^:j-7x>-2->rji^-6-7;u:ta-iH— r>yv- 
mmm 11-26 (Di3m\z^x:'X. mtm 1 1 - 1 e - c T?#e»n-5 3 -^yv 
[b] 9^^7x>-2 — r;i'-6-7;i/:tD- iH— r>yy->'u- 5-)!7;^>}<- 
^'J;^3 0 omgTj^e, rat:^#l3 9 4nig$^eSIS^i:UT#fc. 

^H-NMR (400MHz. DMSO-d^) a 4.23 (2H,s), 7.37-7.46 (2H,m), 7.53 
(lH,d.J=10.4Hz), 7.89 (IH. d, J = 7.2 Hz), 8.00 (IH, d, J = 7.2 Hz), 8.23 (IH, s), 
8.62 (IH, d, J = 7.2 Hz). 

^mm 11-30 

c- (3-^>'/ Cb] g^:j-7x>-2 — r;u-6-7>>i/^a- 1 J/-- f >y^/~ 
;i/-5— i-ji/) -^^;i/75> 
MM 11-26 ©;&^h£pi;t, m.m\ I I - 1 7 - c i?#e>n^ e -7ju:i- 

D-3-:^7;S'^>-2— f;U- li/-<>^y-;p- 5-*;U>}^i:h>j;i'3 0 
0 m g ^ , ^fBfk^ij 4 9 5 m g ^^fim^^a t UTt#fc. 

'H-NMR (400 MHz, DMSO-d«) 5 4.23 (2H, s), 7.51 (IH, d, J = 10.0 Hz), 7.52- 
7.64 (2H, m), 7.97 (IH, d, J = 8.8 Hz), 8.05 (IH, d, J = 8.8 Hz). 8.14-8.21 (2H, m), 
8.62 (IH, d, J = 7.2 Hz). 8.65 (IH, s). 
MM I I - 3 1 - a 
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^^^ffl^T, N. A^-v^'fy7'Pt!Jl'7S>l 8. 2m 1 <^)-r h^h Ho7^ 
>2 0 Om 1 ^jjgfCOr-ei. 5 7M n -T'^'JUU ^^i^? A(^A4^+i->^jeE6 6 . 

0ml ^in^, PfiTi o^j-m^^Lfc. - 7 avizi^m'^. l-Zfn^-S. 4 
-i;7;P:rn'^>-tf>2 0. 0 g©xh^t h'D77>l 0 Omm^lS^MTU, 

'H-NMR (400 MHz, CDCI3) 6 0.47 (9H, s), 6.99 (IH, dt, J = 9.6, 8.8 Hz), 7.27 
(IH, ddd, J = 2.0, 4.0, 8.8 Hz). 

mi^m I I - 3 1 - b 

(5-:;^a^-2. a ->^7;i/:ta7x-;i/) - (3 -7;t/:j-a7x-jp) 

gJMl I -2-a©;^&lC2^i;T, (6-7'oqE-2. 3 -i^7;P:t07x:r 
;!/) hU^5';i'->'JJl'5. 0gi:3-7;i':tO-^>X7;i/xtH§Sl&$1i-SJl 
ifcJ:D#fca^^tl*, i^p^^'JWUAJS H 5 Om 1 ^,^0?* 5m 1 

mzmcxmitv. ^iB^b^ti4. 5 2g^m^mv^mt LT#fc. 

»H-NMR (400 MHz, CDCI3) 5 7.34 (IH, ddt, J = 1.2, 2.4, 8.0 Hz), 7.43 (IH, td, 
J = 2.4, 5.2 Hz), 7.48 (IH, dt, J = 5.2, 8.0 Hz), 7.50-7.58 (4H, m). 

mmm 1 1 - 3 1 - c 

3. 4-v7;U:ta-5- (3-y)l:^n^>'M M ^>V-h^J)l^ 

Mii^iJI I -9-d©:&fe(32pi;T, (5-yD^-2. 3-v7;i/:t0 7x:^ 
;i/) - (3-7;i':tD7x:^;U) ?^^y>4. 5gJ;0, ^I3ib^tl3. 5g?&^ 
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»H-NMR (400 MHz, CDCI3) 6 7.38 (IH. ddd. J = 1.2. 2.4, 8.0 Hz). 7.47-7.55 
(3H, m), 7.63-7.71 (2H, m). 
I I - 3 1 - d 

7-7;U:ta-3- (3-7JU:ta7x-;U) - 1 H—( >-$^'/-)l- 5 -tlJV^ 

mitmi I-l-d(D:^m\zm\:T. 3, 4-v7;i':tP-5- (3-y)\^tn 
^>V^)l) ^>y-hU;U3. 5 gctt), Ml2{b^i^3. 2 g SriE^^^ai^t 

'H-NMR (400 MHz, CDgOD) 5 7.20 (IH, dd, J = 2.0, 8.0 Hz), 7.49 (IH, dd, J = 
1.2, 10.4 Hz), 7.56 (IH, dt, J = 6.0, 8.0 Hz), 7.69 (IH, td, J = 2.0, 10.4 Hz). 7.78 
(IH, d, J = 8.0 Hz), 8.33 (IH. d. J = 1.2 Hz). 

mm 1 1 - 3 1 - e 

7 -y)V:ta- 3- (3-7;i/:j-D7xi:;U) -lH--(>-5^V-)l-5-t})V:fs 

ym. 

\ I-l-e WfeCJpDT, 7-7;i/:ta-3- (3-7;U:tD7x- 

)V) -i/f-<>y\/-;i/-5-*;i//H-h'j;i'3. 2gj;D, %mc^m2. 1 

'H-NMR (400 MHz. DMSO-Dg) (5 7.31 (IH, ddd, J = 1.2, 2.4, 8.0 Hz), 7.62 (IH, 
dt, J = 6.0. 8.0 Hz), 7.70 (IH. dd. J = 1.2, 11.6 Hz). 7.72 (IH, ddd, J = 1.2. 2.4. 10.0 
Hz), 7.81 (IH, dt, J = 1.2, 8.0 Hz), 8.44 (IH, d. J = 1.2 Hz). 

m:-&m 1 1 - 3 2 - a 

(5-7^a^-2. 3-£;7;^;j-a7xi:ji^) ■:h7^u>- 2 — r;i^^^y > 
Siii^ajl I -3 l-a©:&fe{3ipi;T, (6-yn^-2. 3 -v?7;U:j-07x 
~)V) h'Jp^5^Jl'vU;P5. 0 g<i;0, SI2^b^ti5. 5 g<^4Sfe^^ai^^L.xt# 

'H-NMR (400 MHz, CDCI3) a 7.48 (IH, td, J = 2.0, 8.8 Hz), 7.52-7.59 (2H, m), 
7.64 (IH, dt, J = 1.2, 8.0 Hz), 7.88-7.98 (4H, m), 8.23 (IH, s). 
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Wtm I I - 3 2 - b 

3. 4-v?7Jl/:tD-5- (i-y^U>-2~tl)Vt^-)V) ^>'/-h^J)\^ 
^mil l-9-d(D:^mzi$CX. (5-^D^-2. 3-v7;U:tn7x- 

*H-NMR(400MHz,CDCl8) 6 7.58 (IH, dt, J = 1.2, 8.0 Hz). 7.64-7.72 (3H, m), 
7.90-7.96 (4H, m), 8. 19 (IH, s). 

mmm 1 1 - 3 2 - c 

7 -7;i/:j-D- 3-±7:y lx>-2 — r;U- 1 JJ — f >y'y-;U- 5 -jtjj^fe 

Saii^fiJi i-i-d<D:;&^ic2pi;T. 3, A-vy)V-^u-z- {i-y^vy- 

2- *;1/jK-;U) ^>\/z:hU;i/2. 9 4 g J; 0 , ^IB^b^tl 2 . eOg^^ifei^ 

^H-NMR (400 MHz, CD3OD) 6 7.48-7.56 (3H, m), 7.88-7.93 (IH, m), 7.98-8.11 
(3H, m), 8.44 (IH, s), 8.47 (IH, d. J = 0.8 Hz). 

m.mm 1 1 - 3 2 - d 

7 -y)\/-^U- 3 -jry^yy- 2 ->f JU- 1 J/-^ >yv^-Jl/- 5- j!? Jl/:!K> 
E 

7 -7;i/:^D- 3 -:^7:5' ix>- 2 )V- 1 //--f >^y-;i/- 5 -:^j;i'3j^ 
iih'JJU. 0 gt»^5.' OmK *5. OmKigMlO. QmX^mA 

tuTi. 1 2 orTi B^#Lfc. ;S;£:?stc7jc 2 om 1 ^nx. mmbit^ 

^H-NMR (400 MHz. DMSO-Dg) 6 7.55-7.60 (2H, m), 7.71 (IH, dd, J = 0.8, 
11.2 Hz), 7.96-7.99 (IH, m). 8.08-8.14 (3H, m). 8.51 (IH, s), 8.59 (IH, d, J = 0.8 
Hz). 

mM.m I I - 3 3 - a 

3- ^>l/ [b^ 5"^7x>-2->f;U-4-7;i/:ta-l-m^Jl/-li/-5 
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^mn 1-13 - fT#e.nfc, tiy^')>ifi^ (3-^>^/ [z?] ^^y 

x>- 2 —r ;U- 4 - y)l^n -i-h >yV-)Vti)Vts 
>M ^^)VJL7s7^)\^) 1 4 9mgCDT-h7k HD77>4ml i:p^^y-;Hm 

1 (omti^miz. 5 mM^mit± h*)^ j^ymm o. 5m\t:m^. 5ox:-v2m 
mtmi^ft. ^fmizim&mksmi srip^, mmjL^)i2 om i Tttai ufc. 

^i^ETtlS^U, OT-ffc^tll 4 SmgS:^ ^feie^<fc tT^lfei 

^H-NMR ( 400 MHz, DMSO-Dg) 6 6.29 ( IH, dd J = 1.2. 8.8 Hz ), 7.14 - 7.23 
( 6H, m ), 7.27 - 7.42 ( llH, m ), 7.55 (IH, t, J = 8.8 Hz ), 7.91 - 7.97 ( 2H, m ), 8.02 
(IH, s), 13.19 (IH. s). 
I I - 3 3 - b 

{3-^>'/ [b] 5^;j-7x>-2— f;P-4-7;U:ta- 1- h'J^jU-l/f- 

mmmi I - 1 g-btipUT, m^mi i - 3 s-aT^en-s, 3-^>y 

-;i'*;i'4?>mi 4 Smgi)^^. TCfb^tl? 3mg*4se*!i!i?S^^!^^:bT^tfc. 

'H-NMR(400MHz,DMSO-D6) d 5.14 (2H, s). 6.23 ( IH, d, J = 8.8Hz), 7.13 
- 7.45 ( 23H, m ), 7.89 - 7.99 ( 3H, m ), 9.43 ( IH, s ). 

nmi 1 1 - 3 3 - c • 

3-^>l/ Ibl ^:tyx.>-2—()l^-4-y)V:ta-l-h^J^)V-lH-^ 

>^'y-;u-5-'f ;i/7s> 

m^tm 1 1 - 1 9 - c \z^CT. i^mm 1 1-33- hx-mBhtz, { 3 

1/ [b] ^:tyji>-2-^}V-4-y)V^u-i-h^)^}\^-iH-^yyv- 

;l/-5— <;H *;UA'5>K ^>vJl/X7>x;i'6 8mg;5^e> ^le-fC^^^ 5 2 m 

'H-NMR(400MHz.DMSO.D6) 6 5.00 (2H, s), 6.00( IH. d. J = 8.8Hz), 6.69 
( IH, t. J = 8.8 Hz ), 7.10 - 7.40 ( 17H, m ), 7.83 - 7.93 ( 3H, m ) 
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mmmi 1-3 4- a 
$imm 11-33 -a(D:&mzmcx. nmm 11-14 -ai^ni^ntztiyzf 

^)>if^ (4-y)l:ta- 3 -i-y^U>- 2 )U- 1 - hV^JV- I H- 5 
-^y^'/-}Vts)V'^ym ^5^;px;^x;i/) 1 3 9mg*^6., um^'^mi 2 7 

'H-NMR ( 400 MHz, DMSO-Dg) 5 6.34 ( IH, dd, J = 0.8, 8.8 Hz ),7.18 - 7.40 
( 16H, m ), 7.50 - 7.60 ( 2H, m ), 7.84 ( IH, d, J = 8.4 Hz ), 7.93 - 8.08 ( 3H, m ), 
8.30 (lH,s). 13.09 (IH, s) 

m&m 1 1 - 3 4 - b 

{A-y)VtU-Z-iry^Vy-2-^)V- l - hU^JU- l ff— f >W- 
M^^JI I-l Q-bfC^PCT. M^SJI I-3 4-aT#^.n^, 4-7;i/^ 

□ -3-:h7^1/>-2-'r;i/-l-hU5^;i/-l//-5— r y^'/-}Vi:}}Vts 

>mi 2 5mg75^6„ TOft-&«fe5 4mg^^SfiJi*Mi|^i^tbT#fc. 
'H-NMR ( 400 MHz, DMSO-Dg) 5 5.11 ( 2H, s ), 6.27 (IH, d, J = 8.8 Hz ),7.20 

- 7.45 ( 21H, m ), 7.52 - 7.58 ( 2H, m ), 7.83 ( IH, d, J = 8.4 Hz ), 7.92 - 8.00 ( 3H, 

m ), 8.26 ( IH, s ), 9.35 ( IH, s ). 

m.m\ 1 1 - 3 4 - c 

A-y)V:^u-z-iry^\^y-2-^)V- i -h^)^)V- i //-<>^v^-j|/ 

I-l 9-ct2(n;T, mmn i-zA-bxmthit. {A-y)v 
^u- 3 -i-y^uy- 2-^)v-i-v 'J =^)v- 1 h-^ y^^/—)\/- 5 — < 
M %)vn^ym. ^>v;ux;^x;i^5 4mg75^e). ^I2^b^4^4 img^gS5#fi 

'H-NMR ( 400 MHz, DMSO-Dg) a 4.92 ( 2H, s ), 6.07 ( IH, d, J = 8.8 Hz ), 6.70 
( IH, t, J = 8.8 Hz), 7.20 - 7.40 ( 15H, m ), 7.51 - 7.58 ( 2H, m ), 7.86 ( IH, d, J = 8.8 
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Hz), 7.91 - 7.98 ( 3H, m ) 8.28 ( IH, s ) 

I I - 3 5 - a 
1 -7Jl/:ta- 2 -7°a^4^->-^>-br> 

2-yD^:-5-7;i/^D-7xy-JI/5g^N, N -i^ ?t>^)VMA7 5. K6 
6ml lc^^U»TT^m;«JU'7A5. 4 2 g t3- H:^Dyi>3. 07ml<& 

'H-NMR (400 MHz. CDCI3) 6 1.08 (3H, t, J = 7.2 Hz), 1.80-1.93 (2H, m), 3.95 
(2H, t, J = 6.0 Hz), 6.54 (IH, td, J = 8.8. 2.4 Hz), 6.61 (IH, dd, J = 10.8, 2.4 Hz), 
7.44 (IH, dd, J = 8.8, 6.0 Hz) 

mmm 1 1 - 3 5 - b 

[fe] 7^>-2 — f;i/- (3-':fa=E-6-y}V:tu-2-':fnS^i^- 
7x-;i/) 

ifjg&I l-2-a\zmCX. 1 -7'P^-4-7;i/:ro- 2-:/07H4^v-^ 

>H-NMR (400MHz, CDCI3) 6 0.96 (3H, t, J = 7.2 Hz), 1.80-1.93 (2H, m), 3.95 
(2H, t, J = 6.4 Hz), 6.29 (IH, d, J = 9.2 Hz), 6.84 (IH, t, J = 9.2 Hz), 7.16-7.76 (6H, 
m) 

mmm 1 1 - 3 5 - c 

^>'/ [b] 7^>-2 — (}]/- (3-7'a^-6-7Jl/:tn-2-yD;l?^^'>- 
7x-;U) -^3^y> 

mmmi i-2-b\zm\:x. it] 77>-2— i-ju- (3-7^0^- 

6-7Jl/:tn-2-yn>i?:^v-7xii;i/) -p^^y-;i/5. 5 9 g-^^^, muit 
^^1. 4 6g^n^-t-f)VtbXnti. 

'H-NMR (400 MHz, CDCI3) 6 0.86 (3H, t, J = 7.2 Hz), 1.61-1.72 (2H, m), 3.96 
(2H, t, J = 6.8 Hz). 6.87 (IH, t, J = 9.2 Hz), 7.29-7.70 (6H, m) 
mm I I - 3 5 - d 
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^mmi I -1 O-cfctpDT, [Z?] yy>-2-^)]/- 

-6-7;U:j-a-2-yojJ?^v'-7x-;i') -;<^y>l. 4 6 gA^f,, :^fa{b 

^H-NMR (400 MHz, DMSO-Dg) 5 0.92 (3H, t. J = 7.2 Hz), 1.65-1.78 (2H, m), 
3.77 (2H, t, J .= 6.4 Hz), 7.28 (IH, t, J = 7.2 Hz), 7.33-7.38 (IH, m), 7.36 (IH, d. J = 
8.8 Hz), 7.44 (IH, s), 7.59 (IH. d. J = 8.8 Hz), 7.64 (IH, d. J = 8.8 Hz). 7.72 (IH. d, 
J = 8.8 Hz) 

m^m I I - 3 5 - e 

3-^>y [fe] y7>-2--()\^-4-'fn-r.^'^-lH-^>y'/'-)V-5- 

mmmi I - 1 o-dtc^pUT, 3-^>y lb] y^>-2-^)V-5--:/a 

'e-NMR {400 MHz. CDjOD) 6 0.86 (3H. t. J = 7. 2 Hz), 1.70-1.81 (2H. m). 3.95 
(2H. t. J = 7. 2 Hz). 7.27 (IH. t, J = 7. 6 Hz). 7.32-7.38 (2H, m). 7.53 (IH. 
s). 7.58 (la d. J = 7.6 Hz). 7.68 (IR d. J = 7.6 Hz). 7.89 (IR d. J = 8. 8 
Hz) 

Mit^J I I - 3 6 - a 

7-7;t/:ta-3- (s-yjU^nyj^z:.)^) -i- h'J5^;i/- i r >^V- 
)U- 5 -t})\^^^>m. 

simm 1 1 - 9 - c <D:&mzm\:'X. mm i i - 3 1 - e -vn^ntc 7 -7;i/ 
^0-3- (3-7;i/:tn7x-;i/) - 1 h-^ >y'/-)v- 5 -tiMymi . 

0 g J: 0 , ^ISib^t) 1 . 4 g ^m^^^sm t LT#fc. 

'H-NMR (400 MHz, DMSO-Dg) 6 7.10-7.13 (5H, m), 7.25-7.35 (llH, m), 7.45 
(IH, d, J = 12.0 Hz), 7.53 (IH, d, J = 8.0 Hz), 7.59 (IH, dt, J = 6.4, 8.0 Hz), 7.69 
(IH. d, J = 8.0 Hz), 8.44 (IH, d, J = 1.2 Hz). 
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§^Ttm I I - 3 6 - b 

7-7;i/^0-3- (3-7;U^n7x-;i/) -1- hV^JU- 1 H-^ 

-;p-5-jb;i'3j^>Ki. 0 gcDh;i/x>2 0mi^?e?t^mThUx5";u75> 

0. 4 0ml ti^yx=.)UTi^X:^0)V7i^\^0. 4 6ml$liax., I^MT'2I^HI, 

1 2 o'CT^iNfrals o^}-WUfco ^f&^fi, ^>v;i/7;pn-;n. Om i ^sn 
jiTi 2 orTiBtreis o^m^bfc. ^^a^T•?^^pm^ :^^m^xmmjL^)vr 

m 1 (om^mmiz. mmx i o %/^y-:^^2^-^m i . o g sjp^t, hm^jet 

i^t, vU;^y;U:^J7A^DVhi:/77^'- (smj^^jv : ^=^D->=1 : 5) 1? 
1ilBjb-&t)5 4 Omg^^lfco 
'H-NMR(400MHz,DMSO-D6) 5 5.19 (2H, d, J = 8.4 Hz), 6.33 (IH. dd, J = 
1.6, 14.0 Hz), 6.95 (IH, d, J = 1.6 Hz), 7.08-7.41 (16H, m), 7.42 (IH. ddd, J = 1.2, 
1.6, 10.0 Hz), 7.49 (IH, dt, J = 6.0, 10.0 Hz), 7.56 (IH, d, J = 8.0 Hz). 
mm I I - 3 7 - a 

7-y}i:ta- 3 -j-y^uy- 2 — f h 'J^;i/- 1 h — f >^V-}V- 

1 1 - 9 - c (D-^mizmi^T. mmm 1 1 - 3 2 - d -c%6ntc 7-y)v 

:tu-3-i-y^U>-2—f)V-lH-'^>yV-}V-5-tl)Vt^>m5 0 0 
m g cfc 0 , «SB<b^tl 8 4 0 m g ^m^^M t bTf#fc. 

'H-NMR (400 MHz, DMSO-Dg) 6 7.14-7.36 (15H, m), 7.46 (IH, dd, J = 1.2, 
12.4 Hz), 7.55-7.58 (2H, m), 7.85 (IH, dd, J = 2.0, 8.8 Hz), 7.92-7.96 (IH, m), 8.03 
(IH, d, J = 1.2, 8.8 Hz), 8.06-8.09 (IH, m), 8.41 (IH, s), 8.56 (IH, d, J = 1.2 Hz). 
mi^m I I - 3 7 - b 

7-7Jl/:j-a- 3 — j-73^l^>-2-^;|/-l- K'J^^Jl/- iH-^>y'/-;i/- 
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mi^mi 1-3 6-h(D:&mzm\^x. ? -y}i7tu-3-i-y^u>-2-^ 
jlz-l-hU^^JU-l/Z—f >i5^y-;i/-5-;ft;i/jJ<>K8 7 OmgckO, mtiit 

»H-NMR (400 MHz, DMSO-Dg) 5 5.18 (2H, d, J = 8.4 Hz), 6.36 (IH, dd, J = 
1.6, 9.6 Hz), 7.11 (IH, d, J = 1.6 Hz), 7.22-7.33 (15H, m), 7.50 (IH, dt, J = 1.2, 6.8 
Hz), 7.54 (IH, dt, J = 1.2, 6.8 Hz), 7.80 (IH, dd, J = 1.2, 8.8 Hz), 7.88-7.97 (3H, m), 
8.27 (IH. s). 

mm.m 1 1 - 3 a - a 

(4-^ h=¥i^-3-±y^U>-2-^)l-l-h^J^JV-l H—Oy'/- 

m^mi I -1 o-ciT^ie>ns4-^ h^'y-3-±y^u>-2-^}v- 

i/^)ti^)Vtiyhc;u'^V{fyy>(- (^□□JJ^;uA : ^i5^y-;p=2o i) t- 
mmmu h')^)vm 2 smgt:n±^7=t)vy7 7st\^xmtz. #e.nfc^b 

^tl<&h;Ux>l OmUcjg^t. ^M*^Th'Jx5^;i/75>0. 2 1m\t'J 
yx.Z.)Vy^7.Ti^^))V7V\^Q. 2 8ml <£iDAT^fiT2B#K, l20X:X\mm 
3 0^mW^. ^>i^;i/7;l/3--;i/0. 6 7m 1 ^jdati 2 0t:Tl^P^3 O^i- 

yh^u-^V^yy^- mm:r.^)\^:^^^>=\ : 4) T'*»^^giU #J2ib 
^tl 4 6 6 m g ■^n±-^^m) t b X%1t. 

■H-NMR(400MHz, CDCI3) 6 3.38 (3H, s), 5.20 (2H, s), 6.29 (IH, d, J = 9.6 
Hz), 7.17-7.49 (23H, m), 7.84-7.90 (3H, m), 8.02 (IH, d, J = 7.2 Hz), 8.44 (IH. s). 
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M^J I I - 3 8 - b 

i-h'J5^;i/-i/f-<>^y-;i/-5-'f;u) -*;UA*5'yi7®? ^>i;)vx7. 

f-JU4 6emg^mmJL'^}l-}f^^y-)\^ (l : l) ?i^i§j«2 0ml t^^Ul 
0%A°^v'^A-M^3 0 Omg^m^X. ^^aSEET-C^SM7K^jl7^^^f oTto 

'H-NMR (400 MHz, DMSO-Ds) 6 3.37 (3H, s), 6.21 (IH, d, J = 8.8 Hz). 6.81 
(IH, d, J = 9.2 Hz), 7.06 (IH, t, J = 7.6 Hz), 7.18-7.61 (17H, m), 7.97-8.01 (3H. m), 
8.46 (IH, s). 

mi&m I I - 3 9 - a 

(3-^>'/ r&l 5^:t7x>-2-<;i/-4-p^h=^v-l-h'J5^;i/-l/f- 

n^mi i-i 2-ciT-#e)n'5 3-^>i/ [z?] 5^;e-7x>-2— r;i/-4- 

^ hi^->- lif-'r>^l/-;i^-5-:j!3;i/Jt?>^5 4 8mgS:v^5";i/jJ^;l/A7 
5 HI GmUci^g^L, 5K?&mi^T, Ti^^Mit^hU^A (6 0%^^) 14 9mg 
$JP;^, 15^)-^#bfc^, hU7x-;|/^?;i/^7 0^< K49 5mg$mfco 

TS^U, ;^U;^J^r';u*7Ai7aThi^7 7'i'- (^ DP/iNjl/A : h /-;!/= 2 
0 : 1) T^SS^^gfU, h'J5^;Wi^8 5 4ing$m±'67^;i/7 7;^i:UT#fc. 

2ml ti^7x-;i/3f:X4^U;P7i^K0. 3 6 m 1 ^JP AT^taX- 2 KfPs^, 12 
0*C-ClBtrBl3 0^^^^, ^>>5;i/7;UD-;i/0. ? Sml $iP;3LTl 2 ot:T 

S/'J:*7y;U*7Ai7DTh^^7w'- (g^®^X5^;l/: '\4^-tt>=l : 4) -Vi^m^ 
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>H-NMR (400 MHz. CDCI3) 5 3.70 (3H, s), 5.20. (2H, s), 6.23 (IH, d, J = 9.2 
Hz), 7.21-7.39 (23H, m), 7.78 (2H, d, J = 8.4 Hz). 8.01 (IH, s). 

mm 1 1 - 3 9 - b 

3-^>'/ [Z?3 5^:t7x>-2-^;i/-4-^h^'>-l-m5"JU-lH— r 

>^'y-ji/-5— f;i/75> 

myBmi I -3 S-aX-mn^ (3-^>y Lb] r^y- 2-^ )V- 4 

h^y- 1 - h U5";u- 1 -F/-<>i5'i/-;u- 5 — r;u) -tUVAS. y^m 

'^>5;;i/XXx;P9 3 9mg?£i^mx5";i/-^:$'y-Jl' (2 : 1) U'^mm2 0m 
1 fd^Mlx 2 0 %7jciE'fb/1^>''^A-j^^3 0 Omg $Jn;tT, ^fi^ffiTTSM 

m g 

'H-NMR (400 MHz, DMSO-Dg) d 3. 63 (3H. s) . 6. 02 (IH. d. J = 8. 8 Hz) . 6. 68 
(IH, d. J = 8.8 Hz). 7.00 (IH. t. J = 7. 2 Hz). 7.10-7.36 (I6H. m). 7.87 (2H. 
t. J = 8. 0 Hz) . 8. 07 (IH. s) . 

nmm 11-40 

C- (7 -7;W:ta- 3-±7^U>-2-^)V- 1 H—f VW-;!/- 5 —OV) 

ni&m 11-26 <D:^mzm ex. mmm 1 1 - 3 2 - c ti# en^ 7 - 7;i/:t 
u-3-i-y^u>-2-^)v-i H-^>yv-}u-5-ii)vr^~h^j)V2 s 

0 m g J; 0 , mUit'^m 2 6 0 m g <£^i6^^B<^ t h Tttfc, 

^H-NMR (400 MHz. DMSO-Dg) 6 3.86 (2H. s), 7.28 (IH, d. J = 12.0 Hz), 
7.50-7.60 (2H, m), 7.95 (IH, d, J = 8.4 Hz), 7.98 (IH, s), 8.03 (IH, d, J = 8.4 Hz), 
8.10 (IH, d. J = 8.4 Hz), 8.16 (IH, dd, J = 1.6, 8.4 Hz), 8.54 (IH, s). 

Mi^^J I I - 4 1 -a 

5 -yp^- 2 -:7Jl/:to- 4 h^v-^>X7;U-7^t: H 
mmmi l - l-axn^tirzl--^a=E-4-y)l^:tn-2-:^ h^y-^ 

>-fef>8. 4gS:vi7Dnp<^>2 0 0ml fc^^L, ^mmm^Tox:xmMit 
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'H-NMR(400MHz, CDCI3) 5 3.97 (3H, s), 6.67 (IH, d, J = 12.0 
HZ), 8. 05 (iH, d, 3 = 7.6 Hz), 10.15 (IH, s) 

mi^m 1 1 - 4 1 - b 

5-:/D^:-2-7;i/^n-4-/ h^v'-^>X7;i/xt h* 5. 3 3 g$l- 
^5^J^-2-tf□U H>7 3mnc^^b, i/7>itm2. 4 6g$JnAT, 18 

7 7^ -xmU^mV, ^IBfb^tF 0 . 9 8 3 g SgJJ^fei^rHi UTttfc. 

^H-NMR(400MHz,CDCl3) 5 4.03 ( 3H, s ), 6.76 ( IH, d, 3 = 12.0 
HZ ), 8.14. ( IH, d, D = 7.2Hz), 10.17 (lH,s) 

mTtifi 1 1 - 4 1 - c 

6 - ^ h^->- 1 H-^ >yv-)i- 5 

MTt^n i-i-d(Dijm\zm\^x. 4-7;u:^-D-5-/}^;i'5;i/-2-/h^ 

v-^>V-hU;UO. 9 8 3 gj5^6>. ^IB^b^tlO. 9 1 5 g ^gi^Hfeig^t L 

'H-NMR(400MHz,CD3OD ) 5 3.99 ( 3H, s ), 7.10 ( IH, s ), 8.06 
( IH, S ), 8.15 ( IH, s ) 

mitm 1 1 - 4 1 - d 

3 -zTn^- 6 h^zy- 1 H-^ 5 h 'J jl/ 

mmmi i-i3-d0:&ffi{c:ipi;T, 6-^h:^->-iH-'r>^y-;i/-5 
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^H-NMR ( 400 MHz, CDsOD) 6 4.00 ( 3H, s ), 7.10 ( IH, s ). 7.97 
(IH, s) 

mi^m I I - 4 1 - e 

3-ya^-6->t h^^->- 1 - K 1 H-^ >y^y-;i/- 5 -tiJV^^- 

mmm 1 1 - 9 - c ©^^stJ^UT, 3 -yn^- 6-/- h^->- 1 < >y 

»H-NMR(400MHz,CDCl3) 5 3.36 ( 3H, s ), 5.60 ( IH, s ), 7.14 

- 7.17 ( 5H, m ), 7.24 - 7.32 ( lOH, m ), 7.81 ( IH, s ) 

mtm 1 1 - 4 1 - f 

6 m^'>- 3 -±y^U>- 2 JP- 1 - h U 1 H-^ >^'J-)V 
-5-:^JU3j^:ihUJl/ 

m^mi i-i z-i<j)i5m\zt$\:.. 3-yp^:-6-p^h^v'-i-h'j5';i/ 
-iH-^>yv-}\^-z-ti)]/ts-V^))\^Q 0 omgt, 

®S260mg;d>e., f?r7fc* y U >i^#:T'^ S^fBfb^tl 2 4 9 m g $ fiBig^ t 

>H-NMR ( 400 MHz, CDCI3) 6 3.39 ( 3H, s ), 5.73 ( IH, s ), 7.14 - 7.33 ( 16H, 
m ). 7.49 - 7.53 ( 2H, m ), 7.84 - 7.95 ( SH.m ), 8.28 ( IH, s ), 8.38 ( IH, s ) 

m'^m I I - 4 1 - g 

- 1 - h u 1 jy—f y^'j-)]/- 5 h u ;u 2 4 9 mg75^ e., «ih 

<fc;^t)10 4. 3mg$^fi^^BtbT#/to 
'H-NMR(400MHz, CD3OD ) 5 4.02 ( 3h, s ), 7.15 ( IH, s ), 7.53 

- 7.58 ( 2H, m ), 7.91 - 7.94 ( IH, m ), 8.00 - 8.06 ( 3H, m ), 8.41 ( IH, s ), 8.66 ( IH, 
s) 
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ESI-MS: m/z=319 (M+H)* 
I I - 4 2 - a 

3 -^>7r fe1^:t7 x>-2--r;U-6->t h:^v- 1 - h U ^}V- 1 f > 
;$^V-;i/-5-:^JU7t^:^h'j;i/ 

mitmi i-i 3- f cD:j&ft{c:2pi;> isii^sii 1-4 1 -ed^sfi^n-ss-y 
6 -pt h^i^- 1 - h 05^;!/- 1 H—f >yy-ji/- 5 h ij;u 

6 0 Omgi, 2-^>'y [b] 5^:t7x>#a>i^ 2 6 9mgf)^(b. ^:^tjy:/ 
^)>^^X^$>^U^it'^^2 9 2. Smg^B^U^BtLXntzo 

'H-NMR ( 400 MHz, CDCI3) 5 3.37 ( 3H, s ). 5.69 ( IH. s ), 7.14 - 7.89 ( 20H, 
m), 8.34 (1H,8) 

^mmi i-4 2-b 

mT^mi I - 1 -e®;&felC?pi;T, 3-^>y[b]5^:t7x>-2-<;i/-6 
h^v-l - hiJ5^;U- 1 H—f >^y-;i/-5 -;«7;P>J^iih'j;P2 9 2.5 

»H-NMIl(400MHz,CD80D) 5 4.00 (3H, s), 7.12 (IH, s ), 7.34-7.40 
(2H, m ), 7.88 - 7.92 ( 2H, m ), 7.95 ( IH, s ), 8.69 (IH, s) 

ESI-MS: m/z=325 (M+H)* 
Mig^J I I - 4 3 - a 

3-^>7 Lb] 7 5>-2--fJl/-4-7;i/:tP-l-h'J5^;P-lH-5->r 

®IM I I - 3 3 - a ®Jn7jc5)-^S^fi:»c^i;T, ^mi I 1 - 1 5- aCDtJy-:/ 
V>if^!^-cn6ti^3-^>V [b] •yyy-2->( )V-A-ymn-i-h 

iH-]SIMR(400MHz,DMSO-D6) 6 6.36 ( IH, dJ = 8.8Hz), 7.18-7.40 (17H, 
m ), 7.44 ( IH, s ). 7.56 ( IH, dd, J = 7.2, 8.8 Hz),7.63 ( IH, d, J = 8.0Hz ), 7.74 
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( IH, d, J = 7.6 Hz ), 13.19 (IH, s). 

SiM I I - 4 3 - b 

{3-^>y Lb] yy>-2-^)V-4-y)Uta-l-h^J^}U-lH-^> 

MM I i-i 9-b{c2fiUT, m^mi 1-4 3-aT?#e)n«, 3-^>v 
[b] yy>-2 — r;i/-4-7;u:tD-i-hU5^;u-if/-5 — r >yy-;i/ 

jUiH >gE 1 4 .4 m g , ^t3{b^l& 2 6 m g e ^#^^h t bTtt fcc 
iH-NMR(400]VIHz,DMSO-D6) 6 5.12 (2H, s), 6.28 ( IH, d, J = 9.2Hz), 7.16 
- 7.44 ( 24H. m ), 7.60 ( IH. d. J = 8.4 Hz ), 7.73 ( IH. d. J = 8.0 Hz ). 9.40 ( IH, s ). 

mj&m I I - 4 3 - c 

3-^>\/ [bl 77>-2-^;i/-4-7;i/;j-a-l-hU5^;i/-lff — 

m^m 1 1 - 1 9 - c \zm\^r. mmm 1 1-43- h-vrm^n^. { 3 
>v* [b] 77>-2— r;u-4-7;i/:tD-i-hU5^;i/-i//— i'>yv-;u 

-5— f;H ;^j;W\*5>K ^>->*;UXX7^;P2 6mg:fii^6, i^f2^k^tl2 4mg 

'H-NMR (400MHz. DMSO-Dg) a 4.99 (2H, s), 6.06 (IH, d, J = 8.8 Hz), 6.69 (IH, 
t. J = 8.8 Hz), 7.14 - 7.41 (18H, m), 7.57 (IH, d. J = 8.0 Hz), 7.69 (IH, d, J = 7.6 
Hz) 

-t^mi I - A 

5^;l//i^JUA75 \^mm. 1 . 2 1 - 1 K □+i/'^>X h U 77-;!/ • — *fiJ 
«l^©lMv/5^;U5lt;UA75 Hjg^S?, *ctti^4 V:/P bfjUx^jPTS >, 
2^fi(Dl -X5";i/-3- (3-v^5";i/75yyDlf;i/) ;ij;i/7Kv'r5 

(=wsc-Hci) ^m^Ata^. ^uT-^mwLfzo ^(DRjiS'm^. lc-m 

S mmmm-.O. l%h'J7Jl/:toM#^7-fehxhU;i/@fgE: O. 
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7Jl/:j-og^S^5t7KJ$^K=2 0 : 8 0~8 0:2 0, 1 0^D-'ii7)W mm: 30 
m 1 ; YMC Combiprep ODS-AM, 2 OmmOx 5 
0mm (Long) ] \zJ:K)mmMV. HMWb^tlS^fc. 
^^mi I -B 

^MJ:.7S..mm. 1. 2^ft01-hHD=^^'>^>XhU7V-;i"-7j<fqi^ 

2aa©i-x5^;u-3- (3--:^p^5^;i/75/yofcf;u) ;^;i/3i^v?-i'5 h* • Jgm 
m (=wsc • Hc 1 ) S:je»x.. sitj^icTK^iPA, 

I I - c 

I'^SELfc. ^n^n\z'f'isbm^bit. i. 2^s©a>i7;^7;ujj^>i?©iM$^^f^ 

;i/7}x;i/A7S KJ^tS, 1. 2^*01-hHP^~>^>Xh'J7y-;i"-7j<^nti 
©lMv/5^;WUA7$ Kfe?^. *3<J:D^4^«(Dv< y7'Ptr;i/X5^;i/75>, 
2Sl:®i-x5";u-3- (3->?><5";U75yyDe;u) ;^7;i/3i^i^-f5 K 
:^ (=WSC • HC 1) ^mma^.. ^^X'-^mn\^fto dCDK^&f^*, "g-JiJc^ 
I I-AJCiPD;*t^#-e, LC-MS(cj:Omil^^SIU> ll^fi«^tl$^ffc. 
^^gffil I-D 

ItO^^Lft. ^tl^n\Z, 3^ScDhUX5^;i/7S>, 2^fioa^7.;UA}^X 

;Pi7 0 7< HS:WM»^, ^jaT-^^ji#Lfc. Rfi:sm\zh^jy)\^^umMko. 2 
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^fiKfel I -E 

^en^^^mi i-A\zmcrc^^x\ lc-ms}cj:dm^iiil, ^ssm^ 
mmm 1 1 - 1 ~ 1 1 - 1 5 2 (Dit^mt. ^mi 1 1 - 1 ~ 1 1 - 1 ? T^it 
^Jg^^ 1 1 - 1 

3- (3-7;i/;tD-7x-;U) - H-'i>yV-}l-5-ti)l' 
^>m (7 7>-2 — f;i/^g^Jl/) -7$ H 
MS (ESI) i/z 366 MH* 

uss^^y 1 1 - 2 

3- (3-y}V^n-yai=.)V) -6-:^h=^l^-lH-^ >^V—)l-5-tl)V 
7fs>m (2-7-fe5^Jl/7$y--X^Jl/) -7$H 
MS (ESDm/z 371 MH* 

mmm 1 1 - 3 

3- (3-7;i/^n-7x:r;i/) - e h4^'>- i h—i' >^'y-Jl^- 5 -;bJI/ 
t^ym. C(1S) -l-tiHa^y;>^3^JU-2-;>C^jl/-:/ph!;i/1 -7S K 
MS (ESDid/z 372 MH^ 
I I - 4 

3- (3-7;u:tD-7x-;p) -6-^ h^->- ifj---r>yy-;i/-5-i7;u 

7H>M (hr'Jv?>-3-<;P^^Jl/) -7S H 
MS (ESI) m/z 377 MH* 

mnm i i - 5 

3- (3-7;i/:tD-7x-;^) -4->( li/--f >^'/— JU-5-jt7;U 
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MS (ESDm/z 366 MH* 

mmm i i-e 

3- (3-7;U:tD-7x-;t/) - 4- :A h^i/- 1 H-^ >^'J-}1- S-tPV 
^>m (2-7-fe5^;l/75y-X^Jl/) -7S K 
MS (ESDm/z 371 MH* 

^mm 1 1 - .7 

3- (3-7;u:tD-7x-;i/) -4-^ h:^'>- 1 r>^V-;i/- 5-:^;l/ 
/jQjg r (IS) -l-bKa:^v^^Jl/-2-^5^;i/-yat^;u1 -tsk ■ 

MS (ESI) m/z 372 MH* 
IIM^aJ I I - 8 

3- (3-7;V:j-P-7x-;i/) - 4 h^->- 1 Jf-^ >yy-;i/- 5 

MS (ESDm/z 377 MH* 
mMM I I - 9 

3- (3-7;p:ta-7x:i;i/) -4->^h:^'>-l J/--l'>y'/'-Jl/-5-:^JU 
t^>m '>^a:/abr;i/75 H 
MS (ESD m/z 326 MH* 

mmm 11-10 

3- (3-7;i^:^o-7x-ji/) - 6 1 jj— T >^v'-;i^- 5 
/J^'>^ '>^a:;^ab!JU75 K 

MS (ESD m/z 326 MH* 
Hiffi^J 11-11 

4- y}]/^n-3- (3-7;i/:ta-7x-;i/) - i ff--f >3^v/'-jl/- 5 

->^Dyalf;i/7S H 
MS (ESDm/z 314 MH* 
m&m 11-12 

4-7;i/:^P-3- (3-7;i/;j-D-7x-JU) - 1 JJ-'f >y^y-Ji/- 5 - jiJjU 
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MS (ESI)m/z 359 M* 
11-13 

^>ig (2-y:>^5"Jl/7Sy-X5^;P) -7$ K 
MS (ESI) ni/z 345 MH* 

Hifi^Sj 1. 1 - .1 4 

3- (3-7;i/:j-a-:73:-;i/) - 6 -b Ka=t^y- l ff--r >3^'7-Jl/- 5 
;l/>fN>ig ->i^ayabfJU7$ H 

MS (ESDm/z 312 MH* 
Hifi^J 11-15 

3- (3-7;i^:ta-7x-;i/) -6-hHa4^'>- li/-- f >y'y-JU-5-:<j 
;i^/j^>ig (77>-2-^;u^5";i/) -7S H 

MS (ESDin/z 352 MH* 
HSfi^SJ 11-16 

3- (3-y}V^a-yx.-M -6-hKD=»'>- i jj-->r>y'./-;u-5-:^ 
J|/i}^>i^ (2-7-fe5";i/75y-X5^;i/) -7$ K 

MS (ESI) m/z 357 MH^ 
Hil^^J 11-17 

3- (3-7;i^:ta-:7xx;i/) -6-bKa^v-iif — (>yV-}l-5-:^ 
}\^:^^>m. (tf'J 3 -75 H 

MS (ESI) m/z 363 MH* 

mmm i i - i s 

)i7f^ym (2-i^p^^;i/7$y-x5^;w -7$ K 

MS (ESI) m/z 343 MH* 
11-19 

3- (3-7Jl/:ta-7xxJl/) - 6 - h Ha:it^'>- 1 if-^ >^'y-JU- 5 -ij 
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MS (ESI) id/z 352 MH* 

mmi 11-20 

6-7;i^:ta-3- (3-7;i/:ta-7x^JU) - 1 H—Oy^/'-Jl- 5 
t^>m (75>-2-^JM^JU) -7$ K 
MS (ESDm/z 354 MH^ 
11-21 

6-7;i/^n-3- (3-7;U:^n-7x:i;i/) -lH--^>^V-}]/-5-t>}V 

•^->m (2-7-fe^;i/7sy-x^;i/) -75 H 

MS (ESDm/z 359 MH* 

mmm 11-22 

6-7;i/:ta-3- (3-7;i/:j-a-7x-Jl/) - 1 H--f >^'y-;i/- 5 -:»JU 

/fs>^ (tf u-:^>-3— f;u^^;i/) -75 H 

MS .(ESDm/z 365 MH* 

mmm 11-23 

6-y}V-tn-3- (3-7;U:^a-7x-;i^) - 1 h— 5-:ftju 

^>Bg (2->?;>t^;i/7$y-X^;P) -7$ H 
MS (ESD m/z 345 MH* 
11-24 

6-7;i^:tP-3- (3-7;i/:j-p-7xXJU) - 1 ff— f >^^y-ju- 5 

a|^>m (i/f— f sy'y-;i/-4--f;i/pt^;i/) -7$ h 

MS (ESDm/z 354 MH* 

mmm 11-25 

6-7;P:j-a-3- (3-7;i^;ta-7x-;U) -1 H-^>y'/-}l-5-tl)V 

ts>m ->^D::/Db!;U7$ H 
MS (ESDm/z 314 MH* 

mmm 11-26 
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MS lESI) m/z 406 MH* 

mmm 11-27 

MS (ESI) m/z 394 MH* 

mmm 11-28 

3- (3-7;i/:ta-7x-;i/) -^-:^^)V-lH--(>-^'/-)V-^-ts)V7i^ 
>m 3-^ h=^^'>-^>v>Jl/7$ H 

MS (ESI) m/z 390 MH* 
HJfiM 11-29 

4- 7;P:ta-3- (3-7;U:j-0-7x-;U) -lH-^>^'/-}V-5-tl}V 

ts>m 3-^ h=^v-^>-:^;i/7$ H 

MS (ESI) m/z 394 MH* 
^il^SJ 11-30 

3- (3-7;U:^a-7x-;U) - 4 h=^'>- 1 Jf— f >y'/-;U- 5 
xt^>M [3- (2-^^V-b!a'Jv>>- 1 — f;U) -:;^Dbrjl/]-7S H 
MS (ESI) m/z 411 MH* 

m&m 11-31 

3- (3-7;i/:ta-7x-jl/) -6-^^Ji/-iJ^ — r>^'i/-;i/-5-:^;i/d< 

>ig [3- (2-:t4^V-hrD'Jy>-l-<;l^) -^P If jUl -7^ K 

MS (ESI) m/z 395 MH* 
rn^m 11-32 

4- 7Jl/^D-3- (3-7Jb:tD-7x-;^) - 1 //--f >^'/-;U- 5 

t^ym [3- (2-:j-^v-tfpUy>- 1— f;i^) -:/nbr;u] -7S k 

MS (ESI) m/z 399 MH* 
Mi&m 11-33 

3- (3-7;U:j-D-7x:i;P) -6-:A^}V-1 H-^>y'J~)V-5-tl}\^-!i^ 
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MS (ESDm/z 380 MH* 

mmm 11-34 . 

7H>M (2-^:s^7x>-2-<JI/-X^;U) -7$ H 
MS (ESDm/z 384 MH* 
I I - .3 5 

4-7;i/^a-3- (3-7;i/:j-D-7x-;U) -1 Jf-^>yV-JI/-5-:^JI/ 
:j^>^ (5"h^b: Ka7^>-2— f;M9";P) -7S 

MS (ESI) m/z 358 MH* 
lliS«?y 11-36 

4-7Jl/:tD-3- (3-7;i/:ta-7x-;i^) - 1 H--f >y'/-;i/- 5 
:j^>^ -7$ H 

MS (ESI) m/z 346 MH* 
11-37 

3- (3-7;i/:ta-7xXJt/) - 6 - I H-^ >'$r^/-}V- 5 -tPVt- 
ym (2-Xh:^'>-X^;i/) -73 K 

MS (ESI) m/z 342 MH* 
Hie^J 11-38 

3- (3-7;i/;ta-7xXjl/) -6-:^^}V-lH--(>'SrV-JV-b-ti)V:^- 
>m. '>^0 7^ab!JU^5^jl/-7$ H 
MS (ESI) m/z 324 MH* 
11-39 

3- (3-7;l/::j-n-7xXJl/) - 6 - ^^Jl^- 1 H--r >y'/-JU-- 5 -:<JJl/4? 

>^ (2-/5^;U7>;i/7 7Xji/-xg^ju) -7$ K 
MS (ESDm/z 344 MH* 

^mm 11-40 

4- 7Jl/:tP-3- (3-7;i/;j-p-7xX;i.) -IH — (>^V-}V-5-tlA 
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t->m ( 2 - >C ^JV7.)Vy r -)V-JL=^M - 7 $ K 

MS (ESDm/z 348 MH* 
HiS^^J 11-41 

3- (3-7Jl/:ta-7x-JI/) - 6 1 iJ->f >^l/- JU- 5 -;<JJl/;j^ 
>m [ ( 1 S) - 1 -tPW^^^JV-JL^M -7$ P 

MS (ESDm/z 341 MH* 
11-42 

4- :7JU;j-P-3- (3-7;i/:j-P-7x-;l/) - 1 H-^ >y'/- }V- 5 -tJ )V 
t^>m [(15) - 1 -;^;i/A*^-<Jl/-x^;i/}-7$ H 

MS (ESI) m/z 345 MH* 

mmmi i -43 

3- (3-7jl/:ta-7x^JI/) - 6 -;>^5^JI/- 1 H-<>y'./-;U- 5 

>ig [(15) l-7x-Jl/-X5^Jl/]-7$ H 

MS (ESDm/z 390 MH* 

mnm 11-44 

■f^ym. [(15) -2-bKP4^e/-i-7xx;i^-x9";i/]-7S H 

MS (ESDm/z 394 MH* 
11-45 

3- (3-y)l-^U-yjL-)V) -6-:^^)V-lH-^>-S^'V-JU-5-t)Jl^ 

ym (2-^7V-;i/-2--<;i/-x^;u) -7$ K 
MS (ESDm/z 381 MH* 

mmm 1 1 - 4 e 

4- 7;i/:tP-3- (3-7JU:j-a-7xX;i^) - \ H-^ y^V-}V- S -ts)V 

it-ym. (2-5"77-;u-2-^;i/-x5";p) -7SH 

MS (ESDm/z 385 MH* 
11-47 

3- (3-7;P:j-P-7xXJl/) - 6 -:?cg^Jt/- i J/-^ >W-Jl/- 5 JWI^ 
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ym. [ (3i?) -2-:t^V-xh7bFa77>-3--<;U]-7$H 
MS (ESI) m/z 354 MH* 
11-48 

4-7Jl/:tP-3- (3-7;U:j-D-7x-JU) - 1 Jf-^f V^^/-;!/- 5 -^JU 
d^>^ [(3Jg) -2-:;j-:^V-xh7b:Ka77>- 3— f;i/]-7S K 

MS (ESI) m/z 358 MH* 
HM^J 11-49 

3- (3-7;i/:ta7x-Jl/) -7-:>^ m^->- 1 J/ — ( -tPV-^^ 
MS (ESI) m/z 326 MH* 

mmif^ 11-50 

3- (3-7JU^D7x:z;l/) 1 Jf-<>yV-;u-5-:^;i/7H 

(2 -^^;i^7.;i/7 7:i;i^x^;i/) 7$ K 
MS (ESI) m/z 360 MH* 
11-51 

3- (3-7;U:ta7xn;U) -7 - )^h^iy- 1 H-^ >'$r^/-)V- 5 -tPV^^ 
>m [(IS) - l-hKP^r'>;>^^Jl/-2-;>^^;i/-::^abrjU]7S K 
MS (ESI) m/z 372 MH* 

mmm 11-52 

3- (3-7;i/:ta7x-;l/) -7 -:^h^'y- 1 H — T >^'/- Jl^- 5 
ym r5"h^bKa77>- (2S) -2-^;U^5";i^1 7$ K 
MS (ESI) m/z 370 MH* 
11-53 

3- (3 -7;i^^a7x-;i/) -7-/ m^v- 1 jf--r >y'/-;u-5-;^;i/7i^ 
>^ rxh7bHa7^>- (2 J?) -2-<;i.^5=-Jl/] 7a H 
MS (ESI) m/z 370 MH* 

mmm 11-54 

3- (3-7;i^^0 7xr:;i/) -7-^h^^y-lH—(yy'/-}U-5-t}A^^ 

218 



wo 02/083648 



PCT/JP02/03735 



MS (ESI) m/z 366 MH* 
11-55 

3- (3-7;l/:j-P7x-;l/) - 7 - h=¥'>- 1 H—i >yV- JV- 5 -tl 
MS (ESDm/z 380 MH* 

mMm 11-56 

ym. (f":t7x>-2 — f;M9^JU) 7$ K 

MS (ESI) i/z 382 MH* 
HM^BJ 11-57 

3- (3-7Jl/:tP7xxJl/) - 7 1>4^'>- 1 H-^ >^'/-;i/- 5 
>^ C5] 75>-2-^JM^;i/) 7$H 

MS (ESI) m/z 416 MH* 
HiE^aj 11-58 

3- (3-7;U:j-a7x:i;i/) -7-;>t5^;i/-l Jf— f>:y'./-Jl/-5-;dJP;i^> 

ffig i/^a::^Dlf;i/7S H 
MS (ESDm/z 310 MH* 

mmm 11-59 

3- (3-7;i^^D7x-;u) -1 -^=^)\/-\H-^y-^'/-)V-^-ti)Vif>^y 
m. (2-^5^;uxJi/77 - ;ux5^;n 7 $ K 
MS (ESDm/z 344 MH* 

mmm 1 1 - e o 

3- (3-7;i/:ta7x-JU) -7 -^^)]/-\H—iyy'J-)V-S-ti)\^i!^y 
gg [(15) -l-hHa:^v^5"Jl/-2->^^Jl/-yal:f;Ul7$ H 

MS (ESI) m/z 356 MH* 
HiSM 11-61 

3- (3-7;u:ta7x-jU) - 7 1 jf--f >y'y-;w- 5 -:^;U7H> 
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MS (ESI) i/z 354 MH* 

^mm 11-62 

3- iS-yjl^^ny^L-M -7 -^^)V-iH-^>yv-)V-5-ti)]/^^> 

MS (ESI) m/z 354 MH* 
^iSM I I - .6 3 

m. (7-7>-2— 75 H 

MS (ESI) m/z 350 MH* 
11-64 

3- (3-7JU:ta7x:z;t/) -7-:^^)V-lH—(>^V-)V-5-:fy}Vrs> 

(5 -^5";U77>-2-'f Jl/p^g^JU) 7$ K 
MS (ESI) m/z 364 MH* 
^ilS^aj 11-65 

3- (3-y}U^uy3L-M -7-:>t^;i/-i.fj— f >^'y-;i/-5-;»;u^> 
(5"^7x>-2— <;U^5^JU) 7$ K 
MS (ESI) m/z -366 MH' 
HJfil^iJ 11-66 

3- (S-yjltayjL-JV) - 7 -:^=^)V-lH-'i>yV-}V-5-tl)V:^> 
m. (^>V 7 7>-2-^Jl.^^JU) 7$ K 

MS (ESI) m/z 400 MH* 
11-67 

4- ^ h^iy-3-i-y^U>-2-^)V- 1 f >3^'/-;i— 5 -:^JI/7H> 
^ (2-5^:t7x>-2— f;i/-X5";i/) -7$ K 

MS (ESI) m/z 428 MH' 
MMM 11-68 

4-^ h:^y-3— j-7^U>- 2 -^JV- 1 f/—f 5 
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m (2-^5";i/;^;u7 7-;i/-x^;i/) -7$ H 

MS (ESDin/z 392 MH* 
11-69 

m. [ (1 s) - 1 -ti}VJ'^=e^}V-jL^M -7S h 

MS (ESDm/z 389 MH* 

mt&Mi I -.7 0 

4- ^ h^zy- 3 -:h:7^ u>- 2 — f ji/- 1 ff— f >y'/-;i.- 5 -;^;U:d^> 

M [(15) -2-1:: Fa=^->-l -7x-;i/-X5^;i.1 -75 H 
MS (ESI) Bi/z 438 MH* 
11-71 

4 h:^->- 3 — j-:73^ i^>- 2 1 f >yr/-;i/- 5 -tpit^y 

m (2-^7V-)V-2-^)V-X^)V) -7 5.}^ 
MS (ESDm/z 429 MH* 
11-72 

4 - ^ h^^y- 3 -• u>- 2 — f 1 jf— f >y'y-;b- 5 -ti)Vt^> 

m [(.3R) -2-:^»V-xh7bHa7^>-3— f;P]-75 H 

MS (ESI) in/z 402 MH^ 
M^^J 11-73 

4-^ h=^'>- 3-±73^i^>-2— r;u- 1 ■ff-'f >y'/-;i/- 5-;<j;U/t^> 

^ (xh^h HD77>-2— f;i^^5"JU) -7$ K 
MS (ESDm/z 402 M* 
11-74 

4-^ h4^'>-3— j-7^U>-2— f;i/- 1 H—(>y'J-}V- 5 -tl )Vt^> 
m. (2-xm^v-X5^;l/) -7$ H 

MS (ESI) m/z 390 MH* 
HJS^J 11-75 

4 - >t l-4^->- 3 -:^7^1/>- 2 ->f JU- 1 Jf— f >^V-;i/- 5 -ti)Vt^> 
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MS (ESI) m/z 372 MH* 

^mm 11-76 

4-^ h^'y- 3 — !/>>- 2 -^Jl/- 1 H— < >y'/-Jl/- 5 -tl)V7f.> 
MS (ESI) m/z 398 MH* 

mmm 11-77 

4-^ h^iy-3-±y^u>-2 — r;i/- 1 //--f >^''/-;i/- 5 -:bJU/j^> 

MS (ESI) m/z 412 MH* 

mmm 11-78 

MS (ESI) m/z 358 MH^ 

mmm 11-79 

4 3 -±y^u>- 2 — f Ji^- 1 f >yv-)\^- 5 -:^;i/:j<> 
MS (ESI) m/z 438 MH* 

mmm 1 1 - s 0 

m \3- (2-;^^^v-ifa'Js^>-i— f;b) -7^pbr;u]-7S K 

MS (ESI) m/z 443 MH* 

mmm i i - s 1 

4-?^ h^~y- 3 -±7^ u>- 2 — 1 H-^>^V-)i- 5 -;^;U7j^> 

^ [(15) -l-b:Ha=^S/p^5";i/-2-^^;U-yalfJI/]-7$ H 
MS (ESI) m/z 404 MH* 

mmm 11-82 

4 -;>t K=^'>- 3 -±7^ U>- 2 — f 1 H—( >^V-)V- 5 -:^;i//J^> 
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MS (ESI) m/z 398 MH* 

mmm 1 1 - s s 

h=¥zy- 3 -^yj'Uy- 2 — f JU- 1 H-^ >;$^V-;U- 5 -:;^;Uil^> 
1! (bf'Jv>-2-> f;M5^;t/) -7$ H 
MS (ESI) m/z 409 MH* 

mmm 1 1 - s 4 

4 h4^v- 3 -±7^i^>- 2 — 1 H—i >y^J-)]/- 5 -;^ji/d^> 

^ (5^:t7x>-2-^;i/^^JU) -7S H 
MS (ESI) m/z 414 MH* 

mmm 1 1 - s 5 

;V^>^ (2-^:t7x>-2-^Jl/-X^jl/) -7$K 
MS (ESI) m/z 418 MH* 

mmm 11-86 

;i^7K>Bg (2-^5";i/7.;i/7 7-;u-x^;i/) -7S K 

MS (ESI) m/z 382 MH* 

mmm 1 1 - s 7 

3-^>'/ fb] 7 7>-2— i';i/-4-^ h^^v- 1 fj--^>^''y-;i/-5-:^ 
JU:j^>Bg [(15) - 1 -:^Jl/A^-f;i/-X^Jl/]-75 K 
MS (ESI)i/z 379 MH* 

mmm 1 1 - s s 

3-^>7 [d] 77>-2— f jl/-4-^ K:^'>- 1 /f— f >:$^'/-;l/-5-:^ 
)\^t^>m f (1 S) -2-;W HD4^->-l-7xXjU-X5";H-7S H 

MS (ESI) m/z 428 MH* 
mt&m 11-89 

3-^>7 [5] 77>-2-^JU-4-J?^h=^'>-lH-^>;y'7-;i/-5-;t; 
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)]/t^>m (2-^77-;u-2-^;i/-x5^;i/) -75 F 
MS (ESDm/z 419 MH* 

mmm 1 1 - 9 o 

[bl y^>-2—i)\^-4-:/^l^=¥z^-lH-^>yV-}\^-5-ii 
MS (ESDm/z 392 MH' 

mmm 11-91 

MS (ESDm/z 392 
11-92 

3-^>7 Cb] 77>-2— f;i/-4-p<K:^i/-lH— r>^'/-;u-5-:^ 
;u^>@ (2-xh4^v-x^;i/) -7$ H 
MS (ESDm/z 380 MH* 

mmm 11-93 

;U:i}^>^ y^ayabf;i/;>^5^;i/-7S H 

MS (ESD m/z 362 MH* 
mMM 11-94 

3-^>7 [5] yy>-2 — r;i/-4-^ iH — r >y7-;i/- 5 
Ji^sym (77>-2-^;i/p^5";u) -75 K 
MS (ESDm/z 388 MH* 

mmm 11-95 

;i/7}^>ig (5-^5^;i^-77>-2— r;u>^5";u) -75 F 

MS (ESDm/z 402 MH* 

mmm 11-96 
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MS (ESI) m/z 348 MH* 
11-97 

MS (ESI) m/z 428 MH* . 
IIM^^il 11-98 

3-^>7 [b1 7 7>-2-'-f;l/-4-p<h^'>-lH--f >3^^'/-;i/-5-:^ 

ji/7fN>ii [3- (2-:t4^v-id:p'j-:^>-i r;i/) -7$ H 

MS (ESI) m/z 433 MH* 
IIM^RI 11-99 

3-^>V [b1 77>-2— fJU-4'-;><h4^'>-lH-'<>;y'V-;i/-5-:^ 

;i/x}^>^ [ (IS) -i-bKn^->^g^Ji/-2->^^;u-:/Dbf;i/l-7$ K 
MS (ESI) m/z 394 MH' 

mmm 1 1 - 1 o o 

3-^>V ^b^ yy>-2-^)]/-4~:^h^i^-lH-^>^'J-)\^-5-tl 
MS (ESI) m/z 388 MH* 

11-10 1 

>)i//i^>Bg (tf'J-:;>-2-^jl/><5^;i/) -75 H 
MS (ESI) m/z 399 MH* 

1 1-10 2 

3-^>V' [b1 7^>-2— <Jl/-4-^ h=^->-lH-— r>yV-JI/-5-:^ 
Jl/^>^ (^;j-7x>-2--f Jl/^^;U) -7$ 

MS (ESI)ra/z 404 kffl* 
HM^SJ 11-10 3 

3 -^>V[b] 5":^7x>- 2 JU- 4 1 /f—f >^V^-;i/- 5 
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-tl)\^T^>m. (2-^:j-7x>-2— fJl/-X5"JI/) -7$ K 
MS (ESI) Di/z 434 MH* 
11-10 4 

MS (ESDm/z 398 MH* 
HifS^SJ 1. 1 - .1 0 5 

3-^>-./ffc1^:t7x>- 2— 1'Jl/-4-^ l-^^->- 1 ■f/--<>:yV-;i/- 5 

-:^;U/|^>M [(IS) -i-:^;i/A^<;i/-x^jui-75 K 
MS (ESI) m/z 395 MH* 
11-10 6 



3-^>V[b]^^y:suy-2 








5 


-ij)U7f^>m. [ (15) - 2- 


-7\-r Hd^x- 1 -yjL~)l- 




75 


K 


MS (ESI) m/z 444 Nr 










HM^'ll I 1-10 7 










3-^>V[b] 5"^7x>-2 








5 


-:^7;i'J}^>S? ( 2-5^7 V- 


)V-2-^)]/-JL^M -75 








MS (ESI) m/z 435 MH* 










mmm 1 1 - 1 o s 










3-^>y[fc]^;r7x>-2 


— r;u-4-p^ h^v- 1 




)i/- 


5 


-*;l/7j<>i? [ (3 i?) -2- 




-3-<;h 


-7 


5 K 


MS (ESI) m/z 408 MH' 










|IM««J 11-10 9 










3-'^>l/[b]5^:t7x>-2 


— 1';i/-4-:>t h+'>- IH- 






5 



MS (ESI) m/z 408 M* 
11-110 

3-^>y[Z?l ^:j-7x>-2— f;U-4->( h^i/- 1 H-^ y^'J- )V- 5 
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MS (ESI) Di/2 396 MH* 

mmm i i - i i i 

MS (ESI)m/z 378 MH* 

mmm 11-112 

3-^>^/[fei^^7x>-2--r;i/-4-^ h^'>- 1 H-^>yy-;i/-5 

MS (ESI) m/z 404 MH* 

mmm 11-113 

-tput^ym. (5-p^^ji/-7 7>-2— f -7^ h 

MS (ESI) m/z 418 MH' 

mnm 11-114 

3 -^y/ [ £>1 5^:t7x >- 2 — f ;U- 4 - ^ h^i^- 1 H-^ y^'/-)V- 5 
MS (ESI) m/z 364 MH* 

mmm 1 1 - 1 1 5 

3-^>-/[d]^:t7x>- 2--r;u-4-^ h^jy- 1 H-^yyv-)v-5 

MS (ESI) m/z 444 MH' 

nmm 11-116 

3 -^yV [ b] ^:t7 X >- 2 —r JU- 4 - >t mr'>- 1 H-^ >y^/-;i/- 5 

-tpit^ym rs- (2-;j-^v-bra'jv>- 1 — rji/) -:/ahf;u]-7$ k 

MS (ESI) m/z 449 -MH* 
^Jfi^aj 11-117 

3 -^>'/ f fe] 5":t7x >- 2 — r JU- 4 - ^ K=^'>- 1 jZ-'-f >^'/-JU- 5 
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-tj)\^ts>m [(15) - l-bFa4^'>^9";i/-2-^3^;i/-:/atf;H-7$ 
Ji 

MS (ESDm/z 410 MH* 

mmm i i - i i s 

3 V [ b] 7x >- 2 — f jU- 4 - ^ h^'>- 1 H-^ >^V-}1- 5 
-j^JU7H>lg (77>-3-^;l/>^5^Jl/) -75 H 

MS (ESI) id/z 404 MH* 

mmm 11-119 

3-^>'/[b1^:t7x>-2-'r;U-4-p^ H^->- 1 H-^ >^V- jl^- 5 

MS. (ESDm/z 415 MH* 
11-12 0 

3-^>V[5]^:t7x>-2— r;i^-4-p< h^'>- 1 ff--r >^'/- JU- 5 
-:^;i^^>M (5^:j-7x>-2-^JU^5^;i/) -75 H 
MS (ESDm/z 420 MH* 

mmm 11-12 1 

3-^>V [£>] 5":j-7x>-2-^;i^-4-7;i/:fa-lif— f >yV'-Jl/-5 

MS (ESDm/z 352 MH* 

mmm 11-122 

3-^>^/ [fe] 5^;j-7x>-2-^;i/-4-7;i/:^a-lH--f >y'./-;i^-5 
-tl)\^t^>m (77>- 2-'1';t^>C^;U) -75 K 
MS (ESDm/z 392 MH* 
11-12 3 

3-^>'/ fb] 5^:t7x>-2--f Jl/-4-7Jl^:tP-lH-^>^''/-;i/-5 
-jtj;i/:^>ig [ (15) - i-bKa=^->^^jl/-2-p^5^jU-:;^ab!Jl/] -7 

MS (ESDm/z 398 MH* 
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mmm 11-124 

3-^>V Cfe] =^yt-y:c>-2--()V-4-y)l:iru-iH—(>if'/--)\^-5 
-i3)\^t->m. (2-7-t;5^JU7$y-x^jl/) -75 K 
MS (ESI) m/z 397 MH* 
11-12 5 

3- ^>v rbi ^;t7x>-2— f;i/-4-7;u:j-a- iH— r>;yv-;i/- 5 

-i3)Vts>m. (2-^^7x>-2— 1';i/-X^Jl/) -7$K 

MS (ESDm/z 422 MH* 
mmi I -.1 2 6 

-tpir^ym r ci s) -i-:^;w\'^-fji/-x^ji/i i -7$ h 

MS (ESDm/z 765 2MH* 

mmm 11-12? 

MS (ESI) m/z 346 MH* 
HJfi^aj I 1-12 8 

4- 7;u^a- 3 -±7^i^>- 2 — r;u- 1 jf-^>yv-;u- 5-:ft;i/^> 
^ (7^>- 2-^;i/p<5^;i/) -7$ K 

MS (ESI) m/z 386 MH* 

mnm 11-129 

4 -7Ji/:j-a- 3 -i-y^ yy- 2 --f 1 H—i > j^'/-;u- 5 -:^;i/;)^> 

^ C (1 5) -l-b:Fa=^v^^;U-2-:><5";i/-7^Dlf;i/] -75 H 
MS (ESI) Di/z 392 MH* 

^il^iJ 11-13 0 

4-7;l/:^a- 3-±7:$^U>- 2 — 1 ■Fj-->f >y V-Jl/- 5 -;^;U7H> 

m (2-7-fe:^;u7$y-x5";i/) -75 K 



MS (ESDm/z 391 W 
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mmm 11-13 1 

4-y)l7irn- 3-±y^U>-2 i H — f y^'/-)V- 5 

m. (2-^:t7x>- 2 — f ;1/-X5"JU) -7$ F 

MS lESDm/z 416 MH* 
mmm I I - 1 3 -2 

4 - y}V:tu- 3 w>- 2 — f 1 >y'/-;i/- 5 -tpv-^y 
m r (1 5) -l-ts)vn^^)v-J.^)v^ i -7^ k 

MS (ESDm/z 753 2MH* 

mmm 11-133 

3-^>^/ [b] 77>-2-'f Jl/-4-7Jl/:ta-l.ff — T >3^^/-JU- 5 - :^ 

MS (ESI) m/z 336 MH* 

^Jg^iJ 11-13 4 

3-^>'/ [£>1 7 5>- 2-'f Jl/-4-7;U:tO- IJf— r>;$>V-Jl^-5-;^ 
;U7K>M (75>-2— f JI/^5"J1/) -7$ F 
MS (ESI) m/z 376 MH* 

mmm 11-135 



)VTf^y^ [(IS) -1 


-t h*o=^->^^;u- 2-^5^;i/-yDtr;n - 


75 H 


MS (ESDm/z 382 MH* 






HiS^il 11-13 6 






3-^W Fb] 


2 — f 4 - 7;!/:*- a - 1 >i5^V-;u- 


5-* 



(2-7-fe5";u75y-x5"ji/) -7$ K 

MS (ESDm/z 381 MH^ 

mmm 1 1 - 1 3 ? 

3-^>V ib'] 77>-2 — r;i/-4-7;i/:ta- 1 /J---f >:/V-;i/- 5-;^ 
JU;i^>B? (2-^:t7x>-2— r;i/-X^JU) -75 K 
MS (ESDm/z 406 MH^ 
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mmm 1 1 - 1 3 8 

^b^ yy>-2-^)l-4-y)V:tn-lH-'i>y'y-)\^-5-tl 
MS (ESDm/z 733 2MH* 

mmm 11-139 

3-^>V [b1 5^:t7x>-2-^Jl/-6-7;U:j-a-lH-'f >y'/-;i/-5 
MS (ESI)m/z 352 MH* 

mmm i 1-140 

3-^>V [b] 5^:t-7x>-2-^;i/-6-7;i/:j-p-lH— f>:$^l/-;i/-5 
MS(ESI)m/z392MH* 

mmm 11-141 

3-^>'/ [b] ^:j-7x>-2-^;i/-6-7JI/:ta-l/f-^>^''/-;U-5 
-:^Jl/^>^ f (2 5) -v^h^b: KP77>-2— f JU^g^JUl -7^ H 

MS (ESI)m/z396MH* 
HJifi^^J I 1-14 2 

3-^>'/ [b] 5^^7x>-2— rjU-6-7JU^P-lH— r>^r/-ju-5 

-j!7Jl/^>M r (2R) -^W^ln KP77>-2— r;u>^^ji/i -7$K 
MS (ESI)m/z 396 MH* 

mmm 11-143 

3-^>'/ Cb] ^;f7x>-2— r;l/-6-7;l/:j-P- IJf — fy'$^'/-)l-5 
-i3)V:^>m. (eUv?>- 3— <Jl/^5^Jl/)-7S H 
MS(ESI)m/z403MH* . 

mmm i 1-144 

3-^>'/ Tb] 5^;j-7x>-2--f;l/-6-7Jl/:j-p- 1 // — ( yyV-)l- 5 

-i3)l^sym. [ (15) - i-hKP^'>:>^^Jl/-2-^^JU-:;^Pbf;i/1 -7 
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MS(ESI)m/2 398MEr 

^mi 1 1-14 5 

[b] ^^7x>-2--fJU-6-7Jl/:ta- lH--r>:$^'/-;i/-5 

-j^;i/7H>m [3- (2-7i-^^j\duUz^>-i-^M •:fuM)\A -7$ H 

MS (ESI)m/z437Mir 
%m\ 11-14 6 

6-7Ji/^a-3--j-7:$^i/>-2— r;b- iH— r>;$^'V-;i/- 5-;^;l/7^:> 

MS (ESI)m/z 346 MH* 
%%m I 1-14 7 

6 - 7;i/:ta- 3 -■ U>- 2 — T JU- 1 T >yV-JU- 5 -lJ)\^if^y 
(7 7>-2— rJl/:>^5^;i/)-7S H 
MS(ESI)in/z386MH* 
HJS^J I 1-14 8 

6-7jU^P- 3-:)-7;^l^>-2-'f JU- 1//-- f >3^V-;U- 5-:^;i^^J^'> 
r(2 5) Ha77>-2— f;M5^Jl/] -7$ K 
MS (ESI)m/z 390 MH* 
%%'S\ 11-14 9 

6-7;i/:tD-3-±7^k>-2— f JU- 1 Jf— f >^l/— Jl/- 5-:^;i//}^> 
jg [ {2K) -5=-h7b: HP77>-2-'<Jl/^5^;l/1 -7SH 

MS (ESI)m/2 390 MH* 
%im\ I 1-15 0 

6 -7;i/:ta- 3 -±7:^ l^>- 2 -^)\/- 1 JJ-^ >y'/-Jl/- 5 -fi)\/ifsy 

m. (bf'j':^>-3-^;i/:/5^;i/)-7$ K 

MS (ESI)m/z 397 MH* 
11-15 1 

6-7Jl/:ta- 3— j-7:$>P>-2— r;i/- iH-'Oy^y-JU- 5-:ft;i/7i^> 

^ r (15) -i-hHa^'>^^;i/-2->c^;i^-yae;u] -7$H 
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MS (ESI)m/z 392 MH* 

^i&m 1 1-15 2 

6-y)ito- 3 -i-y^uy- 2 1 h—( y^'/-)V- 5 

m [3- (2-:^=it^Vfc'oU-:^>-l-'f;i/) ■^U\f.)\/'\ 7S K 
MS (ESDm/z43lMH* 
HSfi^iJ II-153~I 1-197 ©{b^2^«, I 1-18-1 1-25 

HJiM I 1-15 3 

^/^uzfuj'%yi3)\/i!rsym. {3- (3 -7;U:ta-7x:z;u) 
iH— i'>i$^-y-;i/-5— f;i/} -7$K 

MS (ESDm/z 326 MH* 
11-15 4 

(2 5) -5-^=^V-bfaUv^>-2-:^;i/7}^>M {3- (3-7;i/:^D-7 

-4->< h:^v-i f >t$^''/-;i/-5-^;M -7$ H 
MS (ESDm/z 369 W 
11-15 5 

iZR) -5-:t^v-b!a'J v>-2-:^;i/;i^>M {3- (3-7;U:j-a-7 
MS (ESDm/z 369 MH* 

mmm 1 1 - 1 s e 

t;'J>?>-3— r;i/-i^^ (3- (3-7JU:ta-7x::iJl/) -4-j?<l>=^'>- 
IH— <>;yV'-;i^-5-^JU) -7$K 

MS (ESDm/z 377 MH* 
USS^J 11-15 7 

y^uzfunyts)Vifsym. {4-^a^-3- (3 -7;U^a-7x:ijl/) -l 
//-^>^y-JU-5— fJU} -7$H 

MS (ESDm/z 376. 378 MH* 
USS^JI 1-15 8. 
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eu v>-3--f;u-i^m f4-:^a^-3- (3-y)V:tn-yx^)V) -i 

MS (ESDm/z 425. 427 MH* 
11-15 9 

'>^D:^aA>j!jJl//H>M f4-7JU:tP-3- (3 -7Jl/^a-7x-Jl/) - 

MS (ESDm/z 314 MH» 
«M 11-16 0 

(2 5) - 5-:t^V-tfa'J':^>-2-;^Jl/AH>lg lA-yJl^U-S- (3 
-7JU;j-a-7x:iJl/) - lH-^>^$^'/-;U-5— fJUl -7S K 
MS (ESI) m/z 357 MH» 
11-16 1 

(2R) -5-:t=^V-tfO'J>^>-2-:^;i/7}^>^ {4-7;U:ta-3- (3 
-7;l/^a-7x-)U) -1 Jf— f >^''/-JU-5-'f;U} -7$ K 
MS (ESI) m/z 357 MH' 
11-16 2 

3->?^^;W7sy-N- {4-7;U:^n-3- (3-7;i/^a-7x-;t/) -i 
MS (ESDm/z 344 MH* 

mmm i i - 1 e a 

A- >:^Jl/7t^>i[ ( 6-7;i/:j-a- 3- (3 -7JI/:tP-7xii;i/) - 
Iff— Qj^^^y-Jl^-S— f JUl -75 H 
MS (ESDm/z 314 MH* 

mmm 1 1 - 1 6 4 

(2 5) -5-:j-^V-lfaUv>-2-:^Jl/7H>i[ {6-7)U:ta-3- (3 

-7;i/:ta-7x-ji/) -Iff— r>:yv-;i/-5-'f;u} -7$ K 

MS (ESI) w/i 357 MH^ 
HlfS^nj 11-16 5 



234 



wo 02/083648 PCT/JP02/03735 

(2 J?) - S-^^y-^n ^)iy>- 2 -tPV^-ym. {6-7JU:e-a-3- (3 

MS (ESDm/z 357 MH* 
11-16 6 

\d^)'J>-3-^}V-mm. {6-7JU:tP-3- ( 3 -7jU:ta-7xr:Jl/) - 

MS (ESDm/z 365 MH* 
mMM 11-16 7 

3-v^^5^JU7^y-N- {6-7jl^:t-P-3- (3 -7Jl/:ra-7x-Jl/) -1 
MS (ESI) m/z 345 MH* 

mmm 1 1 - 1 6 s 

iy^nzfu/'^>ti)l7f-ym. (3- {3-y)l:tu-yji-M -6-;^h4^->- 

1 H— r >3^'y-;i^- 5-^;w -7$h 

MS (ESDm/z 326 MH' 

mmm 1 1-16 9 

(2S) -5-:!-^^V-ea'Jv>-2-:^JW^>^ {3- (3-7Jl^^a-7 

x-;i^) -6-^h^y-iH--^yyv-)V-5-'<)i] -7$ H 

MS (ESI) m/z 369 MH' 
^IS^iJ 11-17 0 

(2R) -5-:^^v-\dn^]z^>-2-ii)V^^ym (3- {Z-y)V-^u-y 
xZlJP) -6-p^m^'>-lif-^>^V''-JV-5— f Jl/l -7$ K 

MS (ESI) m/z 369 MH* 
mm\ 11-17 1 

'Jv?>- 3— (3- (3-7;U:^a-7x-;i/) -6-;<h4^'>- 

1 H— < yyv-)V- 5 —f ;w} -7$ K 

MS (ESI) m/z 377 MH* 
11-17 2 
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3-i^^^)V7^^ -N- (3- (3-y)l^n-7^~M - 6-^h=^i^-l 
MS (ESI) ni/z 357 MH* 

mmm 11-173 

N- {3- (S-yMu-yx.-M -G-^f'h^^i^-l H-^ >yv-)i- 5 
--(M -2— g^:j-7x>-2-^;i/-7-fel>7$ K 
MS (ESDm/z 382 MH* 

mmm 11-17 4 

y^>-2-tl)lts>m {3- (3-7Jl/:tD-7x-JI/) -6-^h^v-l 
H- < y^'J-)V- 5 — f JUl - 7 $ K 
MS (ESDm/z 352 MH* 
11-17 5 

N- {3- (3-7;i/:j-a-7x-;i/) -6-^m^->- lff--f >y^/-;i/-5 
--<M -3-^ h^->-yDbr^>7$ K 

MS (ESI) m/z 344 MH* 
mmm 11-17 6 

N-f3- (.3-y)V'^uyy.-)V) -7-^^Jl/-l/f--f >;yV-JU-5-^ 
>)l/l7-feh7$ H 

MS (ESI) m/z 284 MH+ 
Slil^^J 11-17 7 

i/^U':funytS)V-^^ym. [3- (3-7;i/:ta7x:::JU) -7->^5"Jl/-l Jf 

— f >:y'/-;u-5--r;i/] 7^f 

MS (ESDm/z 310 MH* 

mmm 1 1 - 1 7 s 

(2i?) - 5-:t=^V-tfaU v>-2-;^;i/>j^>^ [3- (.3 -y )\^^uy :l 

-7-^^;i/- 1 Jf-^>3^y-Jl/-5— 7$ K 
MS (ESI) m/z 353 MH* 
HSfilFiJ I 1-17 9 
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(2 5) - 5-;j-^V-tfn'J v>-2-;^;i//1^>^ [3- (3-7;i/:t07x 

-;u) -7-^5^ji/-iH--f >y'/-ju-5— r;u] 7$ K 

MS (ESI) m/z 353 MH* 
11-18 0 

1 /f--r>3i^v-;u-5-'f ;p] 7$H 

MS (ESI) m/z 340 MH* 
HiS^aj 11-18 1 

^h^\i]^nyy>-2-ti)VTt->m [3- (3-7Jl/^a7x-;i/) -7-^ 
^JU- 1 H—( >yV-)U- 5 7S K 

MS (ESI) m/z 340 MH^ 
11-18 2 

N- [3- (3-7;i/:j-a7x-;i/) - 7 - 1 H— f >:$^V-;i^- 5 --T 

-2-5^:t7x>-2— f;i^-7ilh7$ K 
MS (ESI) m/z 366 MH^ 
11-18 3 

N- [3- (3-7;i/:tn7x-Jl/) - 7 1 H-^T >3^^y-;i/- 5 — f 
;U1 -2-5":j-7x>-3->f;i/-7-feh7$ K 
MS (ESI) m/z 366 MH* 

^mm 11-18 4 
^>y^/-;i/-5-^;i/} -7SH 

MS (ESI) m/z 346 MH* 
11-18 5 

N- (6-7;i^^a-3-±7:$^U>-2 — ( )l- 1 H-'i y-^'V-Jl- 5 
)V) -7-feh75 K 
MS (ESI) m/z 320 MH* 
I 1-18 6 
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(2 5) -5-:j-^V-hfD'Jv?>-2-;<7;i/7H>m { 6 -y )V^u - 3 -±y 

MS (ESDiii/z 389 MH* 
11-18 7 

(2J?) - ^-ir^V -\iU\]=yy-2-ti)\/if^ym. K^-yMu-^-^y 
^ U>- 2 --r }\^- I H-^ >y'/-}V- 5 )l] -75. K 

MS (ESDm/z 389 MH* . 
MMM 11-18 8 

tf u v>- 3 -^)i^-mm. (6-y)\^^n- 3 -±7^ u>- 2 —ov- 1 h- 

MS (ESI)di/z 397 MH' 
^li^«J 11-18 9 

N- (6-7;u^a - 3--j--7j7u>-2— f;u- 1 if — r>^'/-;u- 5— f 
-2-^:t7x>-2— f;u-7-fe:H7$ K 
MS (ESDm/z 402 MH^ 

imm 11-19 0 

MS (ESI) m/z 372 MH* 
Hifi^J 11-19 1 

N- {&-y)Vitn-z-±y^\/y-2-^ )V-iH-^y'^'J-)V-^-^ 
MS (ESI) m/z 364 MH* 

mmm 11-192 

y^u-:fu;-\yf3)Vif^ym (3-^W ffel ^:j-7x>- 2 --r;u- 6 
;j-D-iH--f >:yv-;u-5— r;i^) -7$ K 

MS (ESDm/z 352 MH* 

mmm 11-193 
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N- (3-^>V^ Lb] 5^;j-7x>-2— 1'Jl/-6-7;i/:^n-l f >y^y- 

;i/-5— -t±^^ h 

MS (ESI) e/z 326 MH* 
I 1-19 4 

(2i?) - 5-:j-=^Vb'D'JS^>-2-:<7;i/^>M (3-^>V Cbl ^:^7x 
>-2— f ;P-6-7;i/:ta- 1 H—Oyy-JV- 5 M -7S. H 
MS (ESDiii/z 395 MH* 

mmm 11-19 5 

N- (3-^>v [fe] ^^7x>-2— r;i/-6-7jU:ta- 1 jf-'r>y'y- 

JU-5— fJl/) -2-g^:t7x>-2-'f;l/-7-fe3^5 K 

MS (ESI) m/z 408 MH* 
MMif^i 11-19 6 

n-lH-'i>yV-)V-5-^}V) -7$K 
MS (ESDm/z 378 MH* 

mmm 11-197 

N- (3-^>'/ Tb] 5"^7x>-2 — f;u-6-7ju:j-a- 1 jj— r 

;i/-5-^;i/) -3-^h:^'>-:/atf:j->75 K 
MS (ESDi/z 370 MH* 

IIM^«J I I-198~I 1-211 (D^t-^mt. ^T&m I 1-26-1 1-30 
HJfi^^i 11-19 8 

N- {3- (3-7;i/:ta-7x-;u) -4->ch4^y-i//— f >y^/-;u-5 

MS (ESI) m/z 406 MH* 
I 1-19 9 

N- {6-y)V^U-3 - (3-7JU:j-a-7x-jU) - IH — ( y-^i^V-Jl- 5 
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^H-NMR( 400MH2,CD30D ) 6 3.83 ( 3H, s ). 4.73 (2H, d, J = 6.0 Hz ), 7.06 - 
7.18 ( 2H, m ), 7.29 ( IH, d. J = 10.6 Hz ). 7.33 - 7.76 ( 6H. m ), 8.05 ( IH. d, J = 7.2 
Hz). 8.99(lH.brs) 

mmm 11-200 

N- (3- (3-7;U:t-a-7x-;l/) -6->^h^'>-lif— 1'>^V-jl/-5 

MS (ESI) m/z 407 MH* 

mmm 11-201 

N- {3- (3-:7JU:tD-7xIi;i/) -6-^ h^->-lff-^>;$^^/-Jl/- 5 
MS (ESI) m/z 377 MH* 

mmm 11-202 

3-'>7y-N- (3- (3-7;i/:ta-7x:i;i/) - 6 h=^->- 1 H-^ > 

MS (ESI) m/z 401 MH* 
11-203 

3-7jl/:j-a-N- (3- (.3-y)U^n-yji=.M -6-:^h^'y-lH-^ 

MS (ESI) m/z 394 MH* 
11-204 

N- {6-7;U:ta-3- (3-7;i/:j-p-7x-;U) - 1 if-^ >:i^V-Jl/- 5 
MS (ESI) m/z 395 MH* 

mnm 11-205 

N- {6-7;i/:j-a-3- (3-7;U:tD-7x-Jl/) - 1 //--f >;$^^y-JU- 5 

MS (ESI) m/z 365 MH* 
mMm I i - 2 0 6 



240 



wo 02/083648 PCT/JP02/03735 

MS (ESI) m/z 389 MH* 
m&mi 1-207 

3-7;i/:j-p-N- {6-7;i/:tD-3- ( 3 -7;i/:tP- 7x::i;U) - 1 T 

>^'/-;i/-5-<;i//^ji/l -^>X7$ K 

MS (ESI) m/z 382 MH* 
11-208 

N- (6-7;i/:ta-3-±7j^l^>-2-^JU- 1 Jf— f >;$^^/-JU- 5 --f JU 
-3-^ h^S/-^>X7$ H 
MS (ESI) m/z 426 MH* 
11-209 

N- (6-7;i/^a- 3 -±y^\yy-2-^ )\'- 1 /f--r >y^/-;u- 5--f ji/ 

MS (ESI) m/z 426 MH* 
IlifiM 11-210 

N- (3-^>V^ Ffe] ^:t7x>-2-^;t/-6-7Jl/:ta-lif-^>^^/- 

MS (ESI) m/z 432 MH* 

mmm 11-211 

N- (3-^>'/ [fe] ^:t7x>-2— r;l/-6-7JW:t□-lH-^>^'/- 
;^-5-'f JP^^Jl/) -2-:?^ h4^->-^>X7a H 
MS (ESI) m/z 432 MH* 

UMI 1-2 12-1 1-2 \ ^(D\t^m\t. Wtmi 1-18, 19, 2 2, 
2 3, 2 4, 2 6, 2 8TS{ig$nfc§a75>^ffll.i, I I -DT'^^L 

HSiS^iJ 11-212 

N- 13- (3-7;i/;^a-7xliJU) -4->CK:^y-lH— f >y7-Jl/-5 
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MS (ESDm/z 336 MH* 
mmm 11-213 

N- {4-7JI/:^a-3- (3-7;i/:=j-a-7xnjU) - 1 H-^ >6^V—)l- 5 

MS (ESI) m/z 324 MH* 
Ummi I -.2 1 4 

N- (3- (3-7;l/:j-a-7x-;U) - 6 h^v- 1 H-^T >;$^'y-;l/- 5 

MS (ESDm/z 336 MH* 
I 1-215 

N- [3- (3-7;i/:ta7xli;U) - 7 - 1 -ff—O^r/-;!/- 5 

MS (ESI) m/z 320 MH* 
Hffi^J 11-216 

N- {3- (3-7jl/:tD-7x::i;U) - 6 h^->- 1 f^— T >;y^/-;U- 5 

— r;u;>^^;i/} -3-:>^ H^S/-^>-tf>;^;i/7]^-j-s K 

MS (ESI) m/z 442 MH* 
11-217 

N- {&-y)V^u-z- (3-7Ji/:tD-7x-;w) - 1 j/-^ >^y-;i/- 5 

fJVp^^jU} - 3-/ h=^v-^>if>X;U^-j-5 K 
MS (ESI) m/z 430 MH* 
Hifi^aj 11-218 

N- (3-^>^/ [b] ^:t7x>-2-^ jU-6-7;l/:f □- 1 ■f/-^>;y^/- 
jl/-5--r;U) -:^^y7.)Vii^±^\^ 
MS (ESI) m/z 362 MH* 

I I-219~I 1-225 (Dit'^m\t. mikM I I - 1 8 ~ I I - 2 5 
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ni&m 11-219 

3- (3-7;i/:^P-7x-;U) -4->t h=^v-lff--f >i$^'/-;u-5--f;i/ 

MS (ESI) ni/z 258 MH* 
^iffi^RJ 11-220 

4- -:>'P^-3- (3-7>)l/:j-a-7xnJl/) -lH-^>:yv^-;t/-5— f Jl/- 

7$> ■ 
MS (ESDm/z 306. 308 MH* 
11-221 

4-7;i/:tO-3- (3-7;U::j-a-7x:iJl/) - 1 H— < >yV-;i/- 5 
- 7$> 
MS (ESI) m/z 246 MH* 

HJI^^iJ 11-222 

6-7;i^:ta-3- (3-7JU:tD-7x-;u) - 1 f >y 5 — r;i^ 

MS (ESI) m/z 246 MH* 
11-223 

3- (3-7;i/:j-a-7x^JU) -6-^ h^^^- iH-^>ji^'/-;i/-5— r;i/ 

-7$> 
MS (ESDm/z 258 MH* 
I 1-224 

6 -7JU:tD- 3 -±73^ U>- 2 — f ;U- 1 H—Y >;$^'y-JU- 5 — f ;l/75 
> 

MS (ESDm/z 278 MH* 
mm 11-225 

3-^>^/ [fel ^:=j-7x>-2— f;i/- 6-7;i/:ta- 1 /J--f >:$^'./-;l^- 5 

-^;l/7S> 

MS (ESI) m/z 284 MH* 
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I I - 2 2 6 - a 

'>^oya/t>;^jl//j^>^ {4-zfn=e-3- (3 -:7;i/:tn-7xr.;i/) -i 
-h*)^)V-lH-^>^V-)l^-S--()l) 7$ K 

Slj^«3JI I -2 IT-^en-S. 4-7d^-3- (3-7;i/:tD-7x^;U) - 
l-h*)^)U-lH--(>^'/-)U-5-'i}V75.>5 ISmgSrxh^tHD 

9mnc:^j|?b, *?^iIl^T, h'jx5";i/75>0. 261mltvi7a 
yo/'?>;^7;i/.7jf-;i/^o^-< KO. 0 8 9ml ?&JdA, MUV9 O^mWiWiyfc, 

yy^- mmji^)i:^^D-y=i : 2) r^mmni^. si3{b-&4&4 7 img 

'H-NMR (400 MHz, CDCI3) 5 0.82 - 0.90 (2H, m), 1.02 - 1.09 (2H, m), 1.53 - 
1.60 (IH, m), 6.45 (IH, d, J=9.2 Hz), 7.05 - 7.13 (IH, m), 7.19 - 7.93 (20H, m) 
I I - 2 2 6 - b 

5- iiy^nzfaAytDlt^-JV-J^l^) -3- (3 -7Jl/;^D-7x-Jl/) - 
1 - hU 9-)]^- 1 H—i y^^J-)\/- 4 

I I - 2 - d ®;^fe(c2pDT, %im\ I I - 2 2 6 - a Tff^tlS □ 

-^unyti)\,itsym. {4->^o=e-3- (3 d-7xii;u) -i-hu 

5";U-1H— 1'>i?'l/-;i'-5-<;H 75 Hi 4 4mg*^e>, ^I3{t:^i^l7. 

8 m g Sr#fco 

'H-NMR (400 MHz, CDgOD) 6 0.72 - 1.71 (5H, m), 6.48 (IH, d, J = 9.2 Hz), 
6.98 - 7.05 (IH, m), 7,20 - 7.50 (19H, m) 
%WS^ I I - 2 2 6 - c 

5- (v^p:/d/'^>:^;1//Hii;U-75 H) -3- (3 -7Jl/:tD-7x-Jl/) - 
1 H-^ y^'J-)V- 4 -:^;U7H>Sg 

mmmi i-2 2 6 -b-et#e>n^, 5- (vi7D^DA->;^j;i/7f;-ji.-75 h*) 

-3 - (3-7;U:tD-7xz:;i/) - 1 - h 'J5";U- 1 /f— T 4 
;i/jj^>i!l 7 8mgSxh7k KD77>2mU P P;>^r$' > 2m 1 IC^^L^ 
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)V) XMm^ L . ^le^b^tl 9 6. 9 m g ^^^Kfeiga t LT^#fc. 

iH-NMR(40OMHz,CD3OD) 6 0.83-l. 00 (4H.in), 1.73-1.83 (lH,m), 7.10-7.17 
(lH,m), 7.23-7.28 (iH.m), 7.31-7.36 (lH,m), 7.44 (lH,dt.J=6.0,8.0Hz), 7.68 
(lH,d.J=9.2Hz), 7.87 (lH,d,J=9.2Hz) 

^mm 11-227 

N- {3- (3-:7;U:ta-7x-Jl/) -6-P^h4^->-l j/-^>^'y-;i/-5 

Siii«sj2 6Tt#e)n5C- {3- (3-7;U:tP-7xn;i.) 

5 HI. 9mniJ^<5lL> 1-t Ko^v"^>\/hU7\/-;H 5. 3m g, v< 
VyPbf;UX5^;i/75>0. 0 6 6ml, 3 - ^ h=^v^E§^ 1 4 . 4mg$Jn 
A, *?^WT, l-X?^;i'-3- (3' ->'^5";i/7SyyPtr;i/) ;i!7;U7t^v?-f 
/WKP^O^-rh' (=WSC. HCl) 2 7. 2mg^JP;ilfc. ^STS 
^wm#Lfc^. 7K^in;3LTi^i^x5';i/Tam, #e)nfc*rM<&0. 5N7Kl?{b 

^^^-)V=\Q : 1) TMm^^L, TOfb^tl9. 24mg$^||fi^rBtL 

»H-NMR(400MHz,CD8OD) 6 3.83 (3H, s), 3.98 (3H. s), 4.66 (2H, s), 7.03 (IH, 
s), 7.07-7.14 (2H, m), 7.34-7.43 (3H, m), 7.47 (IH, dt, J = 6.0, 8.0 Hz), 7.59-7.64 
(IH, m), 7.72 (IH, d, J = 8.0 Hz), 7.89 (IH, s). 

U-^m I I-228~I 1-265 (D\\:^mt. MflJ I I - 3 1 ~ I 1-32 

mmm 1 1-228 

7-7Jl/:tP-3- (3-7Jl/:tP7x-Jl/) - 1 H-^ >'$^V-}1- 5 -tl 
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MS (ESI)m/z 314 MH* 

mmm 11-229 

7-7;i/:ta-3- (3-7;U:j-a7x::2;U) - IH — (>'S^'y-)l-5-tl}V:^ 
MS (ESI) m/z 328 MH* 

mmm 11-230 

7-7JU:ta-3- (3-y)ltnyai-)V) - IH — r>y'y-;i/-5-jt7Jl/7j< 

>ig (2-^5^;u7>;i/7"T-;i/X5"ji^) 7$ H 

MS (ESI) m/z 348 MH* 
11-231 

7-7;i/:tP-3- (3-7;u:ta7x:iJU) - 1 j/-^ > 5 -:it7;i/7i^ 

ym [ (15) -i-b:FD^->p<5^;i/-2-;^5";i/::/ae;i/1 75 K 

MS (ESI) m/z 360 MH* 
UlS^aj 11-232 

1 -y)]/:tU-Z- (3-7;i/:j-a7xnjl/) - 1 f/-^ >^^y-JU- 5 - ji?JU^ 
>gg [ (1 s) -2-hKa=^'>-i-7x-;i/x?^;i/1 75 K 

MS (ESI) m/z 394 MH* 
rn^rn 11-233 

1 -y)V-^u-z- (3 -7;i^:tn7x-;i/) -i// — f >yy-;i/-5-:^Jl/>i< 
>ig r (2;?) -T^h^b HD7^>-2-^jl/^5^Jl/1 75 K 

MS (ESI) m/z 358 MH' 
%M^\ I 1-234 

7-7;i/^a-3- (3-7;i/:tD7xXJl/) - 1 Jf— <>y V- Jl^- 5 
>gg [(2 5) -5^[-7hKD75>-2— 75 K 

MS (ESI) m/z 358 MH* 
USS^aj I 1-235 

7-7Ji/:ta-3- (3-7JU:ta7xXJl/) - 1 f/-- f >yr/-;U- 5 - ji?;!^^ 
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>Wt [ (IS) -i-kHa:^>>>c^;i/-3-^5^;u;^j|/7 7:=.JuyDe;i/1 7 

MS (ESDm/z 392 MH* 
11-236 

7-7;i/:j-a-3- (3-7;i/:j-n7x-JU) -lif — (>'$^'J-}V-5-tl)V-^ 
>m (2-h:Ko^'>-l-b:Pa:^y;>C5";UX^;i/) 75 K 
MS (ESI) m/z 348 MH* 

Hii^J 11-237 

7-7;i/:ra-3- (3-7;U^D7x-;i/) - 1 /f — ( >yV-)V- 5 -tl )l^7j^^ 

>m r (IS) -i-b HD4^->^5"ji/-3-^5^;i^:/5";i^] 7$ K 

. MS (ESI) m/z 374 MH* 
^MM I 1-238 

7-7;i^:tD-3- (3-7;U;ta7x-;i/) - 1 f >y\/-;i/- 5 -:it7Jl/7}^ 
>^ [(15) -2-b KD^v- 1- (IH-^ S.^'/-)V-4-^)V^^M 

MS (ESDm/z 398 MH* 
mm I 1-239 

7-7JU:j-a-3- (3-7Jl/:ta7x-;i/) - 1 JZ-^T >y 5 - j!j Jl/:iH 

>i[ [ (1 5) - 1 -;U;w\'^-r;ux5^;i/i 75 H 

MS (ESI) m/z 345 MH*- . 
11-240 

>m. [ (3Jg) -2-:j-=^V-7-K5hKD75>-3— r;i/1 7$ K 
MS (ESI) m/z 358 MH* 
11-241 

7-7;U;j-D-3- (3-7;i/:j-D7x-JU) - 1 H-<>3^V- Jl/- 5 

>gg (77>-2— r;u^5";i/) 7s H 

MS (ESI) m/z 354 MH* 
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^mm 11-242 

7-7;i/;ta-3- (3-7Jl/:to7x-;i/) - iH-'i'>^V-JU-5-:^;i/At^ 

>^ (5-p^^;t/75>-2-'f Jt/p^5"JI/) 75 K 

MS (ESUm/z 368 MH* 
^M^J 11-243 

7-7Jl/:j-p-3- (3-7Jl/:tD7x:2;i/) - 1 H-V >^\/-;i^- 5 
>^ (7 7>-3— Y;1/^3^J1/) 75 K 
MS (ESI) m/z 354 MH* 
I 1-244 

7-7;U:ta-3- (3-7;U:tD7x-;i/) - 1 ff-Q 5 

>ig (^>v^ Fbi 7-7>-2-> r;i/^5^;u) 7$k 

MS (ESI) m/z 404 MH» 
HJS^!) I 1-245 

7-7;U;tP-3- (3-7;i/:j-a7x-;u) - 1 j/-^>^V-;u- 5 -:^Jl/^ 
>^ (^:r7x>-2-^;i/^5";U) 75 K 

MS (ESI) m/z 370 MH* 
HM^J 11-246 

7-7;U:tD-3- (3-7Jl/:j-D7x-;i/) - 1 i/— T >:$^y-JU- 5 -:^;UaH 

>^ (eijs^>-3— r;i/p<5^;i/) 75 F 

MS (ESI) m/z 365 MH* 
IIM«»J 11-247 

7 - 7;i/:t □- 3 -:^7:$^l/>- 2 1 H--( >^'/-}\^- 5 -;^;i/^> 

->^pyah!;U75 K 
MS (ESI) m/z 346 MH* 

mmm 1 1-248 

7-7;i':ta- 3-:h7r$'l/>-2— 1-;!/- 1 T >^y-Jl/- 5 -^^JU/jQ 
>/^a::^Dbrju^5";i/75 H 
MS (ESI) m/z 360 MH* 
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mnm 11-249 

7-7;i/:tD- 3 —)-y^Uy-2-^)V-lH-^>^'J-)V-5-tl)Vjfs> 

m ( 2 - ^ ^Jixju 7 7 - ;i/xg^;u) 7 $ K 

MS (ESDm/z 380 MH» 
HJfi^sj 11-250 

1! [ (1 5) KD^'>><5"JI/-2-;>t9^;uyahr;i/] 75 H 

MS (ESI) m/z 392 MH* 
ll» 11-251 

^ [(IS) -2-h Ha^'>-l-7xz:;UX5^;i/] 75 F 
MS (ESI) m/z 426 MH* 

m^m 11-252 

m. [(2J?) KD77>-2— f JI/pt5^Jl/] 7SK 

MS (ESDm/z 390 MH* 
mmi 11-253 

7-7;i/;j-a- 3— j-7 3^U>-2-<jU- 1 Jf— Y >yv^-JU- 5 -:^;U7}t> 

M [(2 5) -^h^h KP7^>-2— 7$ K 

MS (ESDm/z 390 MH^ 
SIJS^J 11-254 

7 -7Jl/:j-D- 3 -i-y^U>-2 —i )V- 1 H— f y^'J-JV- S-tl)l^> 

m [(IS) Ko=^->><5^;u-3-pt5^;i/:^;i/7 7x;i/ynh!jp] 75 

_!i 

MS (ESI) m/z 424 MH* 
11-255 

7 -7Jl/:^a- 3 -±yi^Uy- 2 )l- 1 H-<>^'/-;l/- 5 -tpiif^y 

m (2-b Kp^'>- 1 -h kd^^'>^^;ux5^;u) 75 k 
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MS (ESDm/z 380 MH* 

mmm 1 1-256 

m [ (IS) - i-fc Kd4^'>^5";1/-3-p<5";u:>^^;u] 7$ k 

MS (ESDm/z 406 MH* 
11-257 

m [ (IS) -2-hHa^v-i- (iH— rs^'/-;i/-4— r;i/^j^ji/) 

MS (ESDm/z 430 MH* 

mmm 11-258 

7 -y)V-tu- 3 --^y^ u>- 2 1 h—( >^V-}V- 5 -:^Jl/aK> 
^ [ (1 s) - 1 -:^;WN'^^;i/X5";i/] 7S K 

MS (ESD m/z 377 MH* 
HM^J 11-259 

7 -7;i/:^a- 3 -±7:j^l/>- 2 —i JV- 1 f >;$^V^-;i/- 5 -:^;U/I^> 
^ [ (3J?) -2-:t^y-5^h7hHa77>-3— f;i/] 75 K 
MS (ESD m/z 390 MH' 
11-260 

7-y)l:tn- 3 ix>- 2 --f 1 H—i >yV-;u- 5 -:^Jl/;i^> 

m (yyy-2—()\^?^^)i) 7$h 

MS (ESD m/z 386 MH* 
UMil 11-261 

7 -y)V-tU- 3 2 1 J/-^ 5 -ti}\/tsy 

m (5-p^5^;i/7^>-2— <;i/^^;i/) 7$ K 

MS (ESD m/z 400 MH* 
HM^SJ 11-262 

l-y)V^u- 3 U>- 2 1 H-^ >^l/-;U- 5 -:^JU3J^> 
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MS (ESI) m/z 386 MH* 
HiS^^J I 1-263 

MS (ESI) m/z 436 MH* 
11-264 

7 -y)i^7tn-3—^y^U>- 2 --f;i/- i H--f>:yy-;i/- 5-;^;U7}^> 

m (g":t7x>-2— l-JMg^;!/) -7$ F 

MS (ESI) m/z 402 MH* 
mH&m 11-265 

7 3 - -^7:$^ u>- 2 — f ju- 1 H— Y >^y-;i/- 5 

^ (e'jv>-3— r;u^5";u) 7$ K 

MS (ESI) m/z 397 MH* 

I I-266~I 1-267 0{t;^t)«. I I - 3 3 ~ I 1-34 

T-M3i$n/c#a75>$fflK ^0^mi I -DT^^KUfc. 
HiS^aj 11-266 

N- (3-^>^y [b1 ^:j-7x>-2— f;i/-4-7Jl/:ta-lif— r>^'/- 

;i/-5--r;i/) -^i^>7.)it^±^]^ 

MS (ESI) m/z 362 MH* 
11-267 

iV- (4 - 7;U:ta- 3 - ±7d^ U>- 2 — f 1 Jf-^ >W-JI/- 5 — f 
MS (ESI) m/z 356 MH' 

mmm i i-268~i 1-278 ©fb^i5«, mmi 1 1-33-1 1-34 
mmm 11-268 

iyi7n:fnA>ti)its>m (3-^>v [&] 5^:t7x>- 2— r;i/-4-7;i/ 
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MS (ESDm/z 352 MH* 

mmm 11-269 

(2S) -5-^^V-}fU\)i»-2-tl)l^^>m. (3-^>V rz?1 ^:i-y 

x>-2-^;i/-4-7;U:j-a- 1 H-^>^i/-;i/- 5 — (M -75. K 
MS (ESDm/z 395 MH* 
11-270 

-4-7;U^a- 1 Jj- — f >:$^'./-;U-5-<;i/) -7S K 

MS (ESDm/z 382 MH* 
MMM 11-271 

yy>-2-tl)V-!^>m. (S-^y^y rz?] ^:t7x>- 2— 1^Jl/-4-7;l/:;j- 
□-lH— Y>:$^1/-;|/-5— f;t/) -75 K 
MS (ESDm/z 378 MH* 
11-272 

N- (3-^>V lb] ^:t7x>-2— fJU- 4 -7;i/:j-a-l H—f >y'/'- 
JI/-5— fJU) -2-^:t7x>-2— r;U-7-tl^5 H 
MS (ESDm/z 408 MH* 
11-273 

^:^y3i>- 2 -tPlTf^ym. (Z-^yy lb] ^:t7x>-2-<;i/-4-7 

;i/;j-D- >j^y-;i/- 5-^;i/) -7$ K 
MS (ESDm/z 394 MH^ 

mmm 11-274 

i^^n:fw^>tiJ\^:^>m (4 -7JU:ta- 3 -±y^u>- 2 — f;u- 1 jf- 
>^'y-;u-5— -75 K 
MS (ESDm/z 346 MH* 

mmm 11-275 

(2 5) -5-:t^V-bfD'Jy>-2-:^Jl/;K>^ (4 -7;U;ta- 3 -:h7 



252 



wo 02/083648 PCT/JP02/0373S 

MS (ESI) m/z 389 MH* 
m&m I 1-276 

)V- 1 Jf-^ >W-;l/- 5 -^JU) -7$ K 

MS (ESI) m/z 376 MH* 
mH&m 11-277 

7 7>-2-;^;UaI^>^ (4-7;i/;j-D-3-±7^i/>-2 — r;u- 1 Jf-^ 
> '/-;[/- 5— -7$ H 

MS (ESI) m/z 372 MH* 
I 1-278 

N- (4-7;U:tn-3-±737l/>-2-'f;i/-l J/-- f >^!/-;i/- 5-^ 

)V) -2-5^:t7x>-2 — r;U-7-b3^5 H 
MS (ESI) m/z 402 MH* 

mmm 1 1-279-1 1-282 ovc'^mu. m^m 11-35 Tiaii^n/c 

|IM««J I 1-279 

Z-^y/ Tb] 77>-2— rjl/-4-ya/j^:^->- lif-^>yv-;^,-5- 
:^;u^>^ '>^ayab°;i/7$ H 

MS (ESI) ffl/z 376 MH* 
HSfifJ I 1-280 

3-^>V [b] 77>-2->r>>U-4-yDAl^=^v- l/f-<>;S^'/-Jl/-5- 
(7^>-2— f;i/;?t^;i.)75 K 
MS (ESI) m/z 416 MH* 
mim 11-281 

3-^>7 [fc] 7^>-2-^;i/-4-yD:1^4^v-l//-<>^'/-JU-5- 

;^Ji//K>g^ ( (IS) -i-fcKD^v>^5^;i/-2-^5";i/-yDbfji/) -7S 
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MS (ESDm/z 422 MH* 
MMM 11-282 

3-^>'7 [b] 7 7>-2->r;i/-4-:/az}^^->- 1 r>yv-ji/-5- 

i3}Vt^>m ( (IS) -2-h Ka^'>- l-7xiiJl/-X5"Jl/) -75 K 
MS (ESDm/z 456 MH* 

mmm 11-283-11-31 soit^mt. m^tm 1 1 - a 6~ 1 1 - s 9 
mmm 11-283 

N- r7-7JU:ta-3- (3 -7;u^n7x-;i/) -i-ff—oyy-jU-s - 

MS (ESDm/z 288 MH* 
mm 11-284 

(2i?) -5 -:t4^V-bra'Jv>-2 -:^Jl/7}^>ig C7 -7;U:tn-3 - (3 

-7;u^o7x-ji/) -iH— f>^'/-;i/-5 — r;u] 7$ K 

MS (ESDm/z 357 MH* 
mm 11-285 

(2S) -5-:^^'J-\^n*Jy»-2-t)}Vt^>m. [7 -7Jl/:ta -3 - ( 3 

-7;i/^a7x-;t/) -i h-^>W-;|/-5 7$K 

MS (ESD m/z 357 MH* • 

mmm 11-286 

xh7bHD75>-3 -tl}l^t^>m [7 -7JU:ta-3 - (3 -7JU:ta7x 
-Jl/) -1 Jf-^ >yv^-jl/-5 — f 75 K 

MS (ESDm/z 344 MH* 
mm 11-287 

xh7bFn7^>-2 -;^;U^>i^ [7 -7;U:ta -3 - (3 -7Jl/^a7x 

-ijj— f >^v-;i/-5 — r;i/] 7$ K 

MS (ESDm/z 344 MH* 

mmm 11-288 
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N- C7-7;u:^a-3- (3 -y)\/:tny x.=L)i) -1 jj— f >^'/-;i/-5 - 

MS (ESDm/z 370 MH' 
HiSfil 11-289 

N- [7 -y}V^a-3 - (3 -7;i/:tD7xn;i/) -lJ/-^>y'/-J|/-5 - 
>r;i/1 -2 -5":t7x>-2 -^;i/7ilh7$ H 
MS (ESDm/z 370 MH* 

^mm 11-290 

N- (7 -7;i^:tn-3 -iry^U>-2 H-^ y^'J -)V-5 

MS (ESI)ni/z 320 MH* 
%%m 11-291 

-^^n-fD\^)UtJJU^sym. (7 -7;i/:ta-3 -±y^uy-2 -^)l-iH- 
-Oyy-Jl-S 7$ K 

MS (ESI) m/z 346 MH* 

mmm 11-292 

^u>-2 — r;i/-i j/-^>j^v-;i/-5 — rji/) 7S H 

MS (ESI) m/z 389 MH* 

^■mm 11-293 

(2 5) -5 -:t^V -tfP'J v>-2 -:^;i/d^>ii (7 -7;i/:j-D-3 

^u>-2 ff-^>yv-;u-5 7$H 

MS (ESI) m/z 389 MH* 
11-294 

v^H7t:KD77>-3 -:^J1/7X>^ (7 -3 -±7^U>-2 

r>yv'-Ji/-5 7$H 

MS (ESDni/z 376 MH* 
m&m 11-295 
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MS (ESDid/z 376 MH^ 

mmm 1 1-296 

N- (7 -7;i/^a-3 -±7:»l^>-2 JJ-^>yv^-;i/-5 
MS (ESI) in/z 402 MH* 

^mm 11-297 

TV- (7 -y)V^n-3 -i-y^]yy-2 — r;u-iH— f >y'7-JU-5 

JU) -2 -5^^7x>-2 —fjl/T-tihyS H 
MS (ESDm/z 402 MH* 
11-298 

N- (4-^ ^4^->-3-:^7^U>-2 — ( )V- 1 H — T >^'./-;l/- 5 — < 
;|/) -7-fe H 
MS (ESI) i/z 332 MH* 
11-299 

MS (ESI) n/z 358 MH* 
^M{^J 11-300 

(2R) - 5-;j-^rV-tfaUv>-2-;ty;l//1^>ij (4-^ h4^->- 3-±7 
;$>ix>-2--i';u-itf-'f >yv-;i/-5— f;i/) -75 H 
MS (ESI) id/z 401 MH* 
11-301 

(2S) - 5-:t^V-b!D'J v>-2-:^;l/7i^>^ (4 h=^->- 3 -:h7 

:$^i/>-2-<;i/-iH— i'>yv-ji/-5— r;u) -7$ H 

MS (ESDm/z 401 MH* 
I 1-302 
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7 7>-2-:^Jl/;H>gg U-)f'h^i^-3-i-y^U>-2-'i}l-iH-^ 

MS (ESI) m/z 384 MH* 
I 1-303 

^:j-7x>- 2 -:ft;U7H>^ (4 -pt m^'>- 3 U>- 2 — f ju- 1 jj 

MS (ESI) Di/z 400 M* 
^iS^?!! 11-304 

N- (4-^ ^^'>-3-:^7^t/>-2 — ( )l- 1 H--f yy^/-}]/- 5 
)V) -2-5^:f7x>-2-^;i/-7-feh7$ K 
MS (ESDm/z 414 MH* 
11-305 

3-^ h^y-N- (4-^ h^zy-3-i-y^U>- 2 — nV- 1 H-'iyy^J 
-;u-5— <JU) :/atf:t>7$K 

MS (ESI) iD/z 376 MH* 
%m\ 11-306 

3->^:?<^;U7$y-Ar- (4-:?^K4^>/-3-±7^l^>-2— f;i/-l Jf— f 
>y^/-;u- 5 — f JU) ::^abf:t>7$ H 

MS (ESI) m/z 389 MH* 
M^J 11-307 

AT- (3-^>'/ [b] ^:t7x>-2-^;|/-4->< h4^->-l Jf— r>y'/- 
jlz-S—YjU) -7-bl>7S H 

MS (ESI) m/z 338 MH* 
%%m I 1-308 

=y^u^uny%]\^ifsym. (3-^yV [b] ^;j-7x>- 2 --f ;i/-4->^ h 
^v- 1 H — r >^y-;u- 5 — f -7$ H 

MS (ESI) m/z 364 MH* 
llififi«J I 1-309 
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(2 J?) -5-:t^y-^0^)i^>-2-tl)Ut^>m (3-^>'/ ^b^ 
x>-2— f;i/-4-^ h^i/- 1 H—pyy-Jl^- 5 )V) -75. H 
MS (ESDm/z 407 MH* 

mnm i 1-310 

(2 5) -S-:t=^'J-\dU^Jz^>-2-ij)]^ts>m. (3-^>^y Fbl 
x>-2-^jU-4-^h=^->-lff-^>y'/-JP-5— fJl/) -7$ K 
MS (ESDib/z 407 MH* 

mmm 1 1 - a 1 1 

yy>-2-:^}Vt^>m (3-^>V [ b^ g^:j-7x>- 2 -^;U- 4 t>^ 

1 H-^ >W-;i/- 5 -7$ K 

MS (ESDm/z 390 MH* 

mi&m 11-312 

h=t^v-ijf— r>^v-;u-5--r;u) -7$H ' 

MS (ESDm/z 406 
11-313 

N- (S-^yJ [b] ^^yx.>-2—f)V-4-:^h^z^-lH-^>'^V- 
}V-5-^)V) -2-5^:j-7x>-2— f;i/-7-feh7$ H 

MS (ESDm/z 420 MH* 

mum 11-314 

N- (3-^>y [bl 5^:t7x>-2-^Jl/-4->t h4^'>-l Jf— r>^'/- 
;l^-5— r;i/) -3-^ h#i/-7^afc!:t>75 H 
MS (ESD m/z 382 HH' 
I 1-315 

N- (3-^>V [bl ^:t7x>-2— f;i/-4-^ K4^'>- lJf--f >^'/~ 

;i/-5— r;i/) -3--:^p^5";i/7$y-:/abr:j->7$ H 
MS (ESDm/z 395 MH* 

mmm ii-3i6~ii-3i9 (oit^^mt, ^mm 11-40 mit^ntz 
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^MM 11-316 

N- (7 - y)V:ta-3 -±y^u>- 2 -^ju- 1 jj->f y^^'Z-ji^- s Ji/ 
MS (ESI) m/z 426 MH* 

mnm 1 1 - a i ? 

jv- (7-7;i/^n-3-±7^u>-2--r;i^- 1 H-^r >^'/-;i/- 5 — oi 

MS (ESI) i/z 426 MH* 
I 1-318 

3-'>7y-JV- (7-7;i/:ta- 3--j-7^U>-2 — f;U- 1 H—O^V- 
MS (ESI) m/z 421 W 

mmm i 1-319 

3-7;u^D-N- (7-7Ji/;j-a- 3-j-7^u>- 2 — r;u- IJf — f >;y'/ 
-ji/-5--f;i/^5^;i/) ^>X7$ H 

MS (ESI) m/z 414 MH* 

^nm II-320-II-323 o\\:'tm\t. 1 1 - 3 1 1-39 

HJg^J 11-320 

N- [7 -7;i/;j-D -3 - (3 -7JU^D7x-;i/) - 1 ff — T >y^y-ji/ - 5 - 

MS (ESI) m/z 324 MH» 
|IJg««J 11-321 

N- (7 -7;i/:ta-3 -±7^U>-2 -^;U-1 Jf— T >y'/-JU-5 — f 

MS (ESI) m/z 356 MH* 
%mm I 1-322 
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N- (4-:?C h4^>>-3-:}-7^i^>-2-^;U-l Jf-^>y>/-JU- 5— f 

MS (ESI) ni/z 368 MH» 
HJg^J 11-323 

;i/-5--r;i/) ->t^>7.;i/7j^±7$ k 

MS (ESI) m/z 374 MH* 

mmm i i-324~i 1-340 (Dit-tmt. mm i i - 4 1 ~ i 1-42 
^mm 11-324 

6 h^r->- 3 -^ys^i^y- H — r >yv-;i/- 5 - jt>;ux!^> 

MS (ESI) iii/z 358 MH* 

mmm 11-325 

6-^ h^v- 3-±:7^u>-2-^;u- 1 r>^'y-;i/- 5-;^;i//j^> 

^ [(3ie) -2-:t4^V-7^h^b:Ka-7^>-3-^Jl/]-7$ K 
MS (ESI) m/z 402 MH* 

mmm 11-326 

h:^S/-3-±73^i^>-2--r;i/- 1 ■fj--^>y'/-ji/- 5-ij;i/d^> 

MS (ESI) m/z 398 MH^ 
HJfi^J 11-327 

6 V^'y- 3 -:h:7^U>- 2 -^;|/- 1 H-^ >^'J-}V- 5 -:ibJU/K> 
m. [(15) -2-bHD4^$/-l-7x-Jl/-X^Jl/l-7S K 
MS (ESI) m/z 438 MH» 

I^SS^J 11-328 

6-^ V^jy- 3 -:>-7^l/>-2--l'JU- 1 H-^ y-^'J-)V- S-i3 
m. [(15) -l-fcHa^'>p^5"Ji/-2-y^;i/-yah!;M-75 K 
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MS (ESDni/z 404 MH* 

mmi^\ 11-329 

6 h^jy- 3-±y^U>-2 — r JU- 1 H--( >y^/-;i/- 5 -i3}\^ts> 
MS (ESDm/z 372 MH* 

m-mm 11-330 

6-:>^ h^'>- 3 -±y^u>- 2 1 H-^ >yv-)i- 5 -tuur^y 

m (^^7x>-2-^;i/^^Jl/) -7$ H 

MS (ESDm/z 414 
mmi^i 11-331 

6->< h^->-3-±7^l^>-2— rj|/-lH--r>yV-JU- 5-jt>Jl//]^> 
m [ (1 5) - 1 -;»;UA^^;i/-X5^Jl/1 -7$ K 
MS (ESDm/z 389 MH* 

^mm 11-332 

6 h^'>- 3 -±7;$^ U>- 2 --f JU- 1 H — (>^V-)U- 5 -:^JI/7H> 
^ (xh^h Ha77>-2-^;i/>^5";U) -7S K 

MS (ESDo/z 402 MH' 
IIM«»J 11-333 

3-^>^/[b]^^7x>-2— <;^-6-p^ 1 //-0;S^'y-;i/-5 

-tpv^ym '>^>Dyah°;i/7$ H 

MS (ESDm/z 364 MH* 
mmi 11-334 

3 -Ky^Jlb] 5^:t7x >- 2 -^JU- 6 h^r'>- 1 H—( >^'/-)l- 5 
-;^Jl/3}^>M [{3R) -2-:t:^V-5^h7t: HD-77>- 3-^;l/]-75 
H. 

MS (BSD m/z 408 MH* 
HJS^sj I 1-335 

3-^>V[b] 5^:t7x>-2-^;i/-6-;>C h=^'>- 1 H--f >^V-;i/- 5 
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MS (ESDui/z 404 MH* 
MMm 11-336 

3-^>'/ffe]^:t7x>-2 — f;i/-6 h^i^-lH — T >^V-]l- 5 
-t))\^Tf^>m f (IS) -2-hHD4^->-l-73:-Jl/-X^;Ul-7$ H 
MS (ESDm/z 444 MH' 

3 -^>V[b] ^^yx.>- 2 -^;|/- 6-^ h^->- 1 >^'./-;i/- 5 

-:^;l/^>gg f (IS) - 1 -hHa^^'>>^^ji/-2-p<5^;i/-ynbf;i/] -7$ 
Ji 

MS (ESDm/z 410 MH* 
MMm 11-338 

3-^>V[b] ^:^yx.>- 2—()l-6-p^ h^S/- 1 Jf— f > 5 

MS (ESI) m/z 378 MH* 
USS^^iJ 11-339 

3 -^>Vlb] ^^7x>- 2 6 - y h:^'>- 1 H-^ >^V-J1/- 5 

-tl)\^t^>m (^:j-7x>-2-^;i/^5^J|/) -75 K 
•MS (ESDm/z 420 MH* 
11-340 

3 -^>'/[ b] ^:t7x>- 2 6 1 r >y'y-;i/- 5 
-;^jl/7K>ig (5^h^t: Hd7^>- 2-'f Jl/^^;i/) -7S H 
MS (ESD m/z 408 MH' 

nifi^j I i-34i~i 1-344 (Dit^mt, nmm 1 1 - 4 sx-mm^ntz 

IIJgM 11-341 

- 1 r yy'J—}V- 5 — r - 7$ h 
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MS (ESDm/z 336 MH* 

mmm i 1-342 

(2 S) - 5-:t^y-eD'jv>-2-:^;U;J^>^ (3-^>^/[b^ 77> 

-2— rji/-4-7;u:ta- 1 jf— r>y\/-;i/-5-^ji/) -7$ h 

MS (ESDm/z 379 MH* 
I 1-343 

yy>-2-ti)V^>m (3-^>V[b] :77>-2--i';U-4-7JU:j-a- 
1 J/-<>^'7-;i/- -7$H 

MS (ESDm/z 362 MH* 
MMm I 1-344 

N~ (3-^>V fbl 7^>-2— f;l/-4-7;l/:^□-l/J-^>^>/-Jl/- 
5-^;l/) -2-^:j-7x>-2-'f;i/-7i;^5 H 
MS (ESDm/z 392 MH* 

}:ihmJNK3\tif)U^^t>S-hy>7.y3iy—\f (GST) tO[)S6'&^> 
A^MtL/T;*:iimi?^i|b (GST- JNK3) , ^)V^^:t>'ty7U-7.4 
Bh-XTHMLfco Sfcc- J unOT^ymie^Jl-l 6 9^GST<tcDi6^ 
:$'>/1t:7MtLT:*Cj^MWiiU (GST-c-Jun) , ^;U:5'5":r>-k7 7 □ 
-;^4Bk*-XT*tiiLS«tUT^fflLfc, -fk^Jfettl 0 0%v^;?^5^;l/;^;U7:t 

2?iJ$f^SiLfc. 9 6A0PT I (/^'^/^-HttlS) (riwel \$>ft<0^ 

mt'^<^ 2 0 u I . &mmi^3 0 u \ (i. 2/zg gst-c-juh, o. o 

4Mg GST-JNK3, 0. 2 /i C i [r-"P]ATP, 2 5mM HE 
PES p.H=7. 5, lOmM MgAcetate, 3. 33mM ATP), 
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mmmmsOfJLl (O. 04p.g GST-JNK3> 25mM HEPES p 
H=7. 5. 1 OmM MgAc e t a t e) Sr^-^LTl 0 0 ix \ tb. SOj^ 
m^J^btcLo R!t^W±^ (8 OmU ATP, 5mg/m 1 ^Jl/t$'5^:t>S P Alf 

sis^it^, 3 0 ^mmmLTzo ^uioooxgvs 6^mm'L>^^^. t o p c 

fS-ft^^S O^MTSfiS, mt>. IC50 (nM) T^t>LrCo 





I c soli 




I C50M 


1-16 


5 1 nM 


1-10 4 


5 5 nM 


1-26 


1 1 3 nM 


1-13 2 


1 9 7 nM 


1-4 8 


1 0 9 nM 


1-13 7 


5 4 nM 


1-5 5 


5 2 nM 


1-14 3 


2 2 1 nM 


1-9 4 


1 6 3 nM 


1-16 3 


8 0 nM 





I Cso® 




I 


• 1 1 - 5 


1 0 0 nM 


11-2 0 8 


1 4 3nM 


I r-9 3 


1 3 7nM 


I 1-2 1 8 


2 1 5nM 


. 11-12 6 


14 3nM 


I 1-259 


1 4 8nM 


I 1-18 4 


8 6 nM 


11-2 8 1 


8 4nM 


I 1-18 9 


1 9 4nM 


11-288 ■ 


7 InM 
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aSiteiJl-l-c »it«iJl-2-b 
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ajiffji-iQ-b 



aatflI-20-b 



8(i&9Jl-21 -e 






a!ijgffllI-23-b 



aJg«!II-24-d 




iijS«!ii-25-c smmi-ze-d ^^mi-zi-o 




aji«!II-28-b 




8!!jg#|I-29-c 



Boc 




SSliiH5iJl-32-c 



Tr 




ill3t«!II-30-c 



H 




S!ijt«lJl-33 



Boc 




Sig«IJl-36-g 



F 
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llifi««I-1 ^ifiC«I-"2 SIJS«!l-3 




UtEfflii-? llififfiJi-8 ilififiiJi-9 




m^ml-^3 mmm\-^^ mmmi-^s 




§lli£C!II-18 



H 
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lgffifflI-20 









mmmi-ss 
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^ifi««-38 




llli6«'Jl~54 
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llteC!II-55 ^iS0!Il-56 l5Sfi«I-57 




Seifi«>Jl-58 Slffifi>lI-59 ^llfi«>Jl-60 




lllSSCJJl-61 llffiW~62 




mtmi-ei iijfi«!ii-68 igtee«i-69 




siteWi-71 
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lli6«l|I-73 



H 




H 

(X 

IIJfiClJl-82 



H 




H 




H 




Ste«lJl-85 mt&mi-B6 ||ffi01JI-87 
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H 




H 




H 
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mMml-^^2 HlfiffiJi-iia ^86<5!li-ii4 




lll!gfilJI-115 Slte«iJi-ii6 Sltfiff!II-117 




-118 




-120 





-124 



^ffi«ll-125 




lltefiflI-126 
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HJSW-1 27 ^lfifilll"1 28 29 




IIJfi0jI-13O lliS«lJl-131 ^Jfi^Jl-132 




IIJS01JI-133 IIJfi«lJI-134 llififilJl-135 





mmmi- 1 39 mmmi- ^ 40 mmmi- 1 41 
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mmm" 1 45 mmn- 1 46 mmmi- 1 47 




lllife«lll-148 
H 




SI!fiffi|I-149 



H 




H 




mMml-^5^ Hffifi^Ji-isa 




^te0iji-i57 mmmi-^5B mt&mi-^ss 
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HtSW- 1 63 1 64 HSfi^I-l 65 




H 



SIJfi0>lI-169 IIJg«iJl-170 Ili6«!ll-171 
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H 




i!!i&«ijll-15-b 



H 




ffiji£««n-16-d SI!atC>Jn-17-d SSiSW-IS-b 
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aSiSfi!ln-19-c 




SiiSfiJii-ao-c 
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S!it<J»Jn-35-e ffiii«)lII-36-b 
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sjfe«>in-i ^mmn-z mt&mii-3 




ii*fi«i-7 mv&m-s 
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sijfi«!in-i 9 iiffi«!in-2o 




iijS£fiiiii-25 mm^\ii-z6 mt&mn-27 
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11*6^11-37 



H 




lllifi«!in-38 



H 




H 
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IIJ6«yii-55 llffieijn-56 SIJ6fiiJn-57 




IIJfefilJII-65 llte«IJlI-66 




mimn-67 ^mmn-es lll6fiijii-69 
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M 




IIJfifipjn-74 



H 




H 
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lllfi«9n-9i mmmn-92 ilJfi«!ln-93 




Slifii5yn-94 iiJfi«iJii-95 iiiS6«yii-96 




mmmu-^oo iite«ijii-ioi mtmn-^oz 





HiteWii-ioe llWlii-107 llte«ijii-io8 
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I8]ifflln-109 



H 




H 




H 




^mmll-^zA mmmll-^2s iiii6e>jii-i26 
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S8»jn-i27 mmm\l-^2B Ili6«ijn-i29 




Ilife0!lii-i3o IIJS«»jn-i3i Iilte«n-i32 




Sllig«JJn-133 llliSfiiJn-134 llffiW-135 




IIJififfllU-136 |IJ6fi!ln-137 Slig«n-138 




Sifi«!in~i39 S8te«n-i4i 
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mmmn-^^B nifiw-iAQ siiSMi-iso 




HiSWlI- 1 51 |gte<?IJlI- 1 52 




1 53 ^lifi«»JlI-1 54 §IJ6«iJn-1 55 




Mmmi- 1 59 sijfiw- 1 60 njfi^pjn- 1 6 1 
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Sl»ffin-i62 




mtmn- 1 63 nffiwii- 1 64 




llfS«iJn-i66 ^j6Sfin-i67 




_ |gJ6Cijn-i7o 

IIJfi«>JlI-169 
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SIJS«!III"180 
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Slt6filln-198 




mMmn-204 




llffiiair-205 




H I 



sijse>m-206 



N J 
H 





^iS£««I-207 ^*6«»Jn-208 |llS6«llH-209 




ii4fie»jii-2i3 mmmn-2^4 mMmll-z^5 
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H 



SglifiWn-21 8 
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lli6fi»Jn-228 




llliSiPJn-229 





-240 

F 



M W 



lll£«>Jn-24i 

F 




—242 



H 

II 



lllifiW-243 




lli6<JlllI-245 

F 
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iijfifi5ii-246 mumii-z^y sg!E^jii-248 




ISJSMl-252 ||jg|5ijn-253 lli6«!lI-254 




IIJifie^jn-258 




Slffi0»Jn-259 




llifi«ijn-260 
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IIJfi^II-264 ^li6«!III-265 ||jS6fi!|II-266 




iiJ6#ijii-27o mMmu-271 mt&mn-ziz 




mmmn-276 iijsMn-277 mmm\i-278 
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||Jfi#IlI-279 



H 




H 




llffi«!III-281 
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|gtSWl-297 S8ififi|II-298 




§ltefilJlI-303 



H 




|gtefiJ]II~304 



H 




llte«JJlI-310 



K.1 





H 
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|?te0iJII-315 IIJSfi!lI-316 g|j|Sfi«I-317 





H 




lllt6fiJ)II-323 



H 
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|lljfie»JlI-334 |liS«ijn-335 




SliS^iJII-339 lltefiJJn-340 lliS^)U~341 
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1 . -^^x-mtD-^n^it^mh L< «-e©ig^fe(i^n6©7j<». 



-yjm. -CO-NR2«R2^ -NR^^CO-R^o^fc^-NR^aR^b^.^^^-!- 
S (MiB^4', R'**5iO'R2''«-^n^*n3£iiLLT7KmM^tfc«e^S<&56-LT 

J; Li C 2 - 6 ^^I/'Sr n u ^& UT liT t> J: (.i C 2 - 6 U > 

S^it^r^ ; 

XfS^^^, -NR6-, -0-. -C0-> -S-, -SO-, -SO2-, -C 
0-NR8-V2-, -C (O) 0-, -NR8-CO-V2-, -NR^-C (O) 
-NR8-S-, -NR8-S0-. -NR8-SO2-V2-, -NR9-C 
0-NR'°-, -NR^-CS-NR*"-, -S (O) ^-NR^^-V^-, -C 
(=NRi2) _NRi3_^ _oc (O) -, -OC (O) -NRi-'-^fc^-C 
H2-NR«-C0R« R^ R^, R^, R^", R»^ Ri3:fe 

l/iTfecJ;LiC,_6 7;m^JUS, fii^^$*LT(/iTfeJ;tiC2_6 7;U^r-;i/», ft 




(I) 
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LT liT t) <fc Li C 2- 6 7)V^=.)im. ilM^^W UTl^iX t>a:^i C 1 _ 6 7 
J:ViCi_6 7;U34^Sxa> g^S^WbTViT=bckViC3_8>^^'n7;Wi'Sv S 

i!lSS:WLTV^T=bctt/iC3_sV^a7;U^r-;US, m^S^^bTl^Tfe ckt/^ 5 

~ 1 4 g»<&#L TV^T ck c 6_ 1 4^«:KM-fb7jc^^ 

W-R^5 (^4,^ wj^^ -CO-*fctt-S02-^lc9feL> R'^t. mm^^t 
LTViT t) J; C 1 _ 6 7;i/+;i^S, LT ViT J: C 6- 1 ^T^Sl^i^^b* 

4 . R ^7&«7lc^M^TS^if 1-3 (^i-rn*^ 1 i^lBmcD^b^il^fe L < \t^(D 
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<mmmm &> ( i ) Ti3<gifessf t >7&^ eM«ns i ~ s ® 

SmsnTt.iT'fe.fcl/i (a) Ci_67;i/^;i/», (b) Ci_6 7;i/3:i|r'>S. (c) 
Ci_77->;i/«^ (d)7$HS, (e) (f) C3_8vi707;WU 

a, (2) /ND^>M^, (3) 7ms. (4) -has. (5) v7/S:fe«tDf 

(6) ti)ut^^->}umf}^^f3i^m: 

<mmmmh> Ci_67;p=^m Apy>m?-. tk^s, -hds. 5^7/* 

11. R^7&«7x-;i.S, 2-:h75^;i/S, tfUv^JUS, 2-5=-x-;us. 2- 
7'j;US> 2 -^>^/y 2 -^y >j;i'S*fc«2 -'^>y5^x-;i,ST* 

0 , *^-s>, R ^fi^m^m 9 iBicofimsp a e>3i«n-5 1 - 3 ®©aTM^$n 

Tt/iT=b=b t.^ST^^fijJc^ 1-8 ti-fti*^ 1 TOii©ib^#i=b U < tt^©Ji* 
fc^i-5-n6©7j<|qj^o 

12. R^;&«2-±75';US. 2 -^>^/y )m^rz\t2 -^>^/^x-)m 
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0 . . R »*«ff 9 g3«0fi^Sif a eS«ns 1 - SfflODSTgm 

13. g^ssfa;5« (1) /\D^'ym^, 7m&^^zj^i^7 ym^^fsi^mti^ib 
ji«n5i~3fi©s-c-5-n-6ng^$tiT^iT'bJ;tiCi_67;i/^;u». (2) 

■?nfiife$nTi/iTfej:iiC,_67;un:^^«>», (3) Any>iM^. (4) tk^ 

14. BmSS^a*VNPy>ll^TfeSI«5f^^9~l 2Vi-rn7{iU^I2«©fk-& 

15. X;&«-CO-NR8-V2-, -NRS-CO-V'-^fcl^-NRS-SO 
2-V2- (^cja, R«*3J:t;fV2«|f^]Kisa0R8:}3j;yCv2i:lllr^<&«5|c-r 
5o ) "eS^D$n^aTfe^B»^:Sl~l 4^i-rn;5U3llBte©jb#ifet)L<«^ 

s -en e ©7Kf Dfe, 

17. X75«-CO-NH- (CHj) f (i^cfJ, t ttO ^fcttl ^Ic^fS. ) 

sfca-?-ne>©7Kfp#i, 

18. X;&^-NH-CO- (CHj) ,- (^cja, t 0 ^feti 1 $:lci»-r^. ) 

Tgt)$n-5aT?^^ff 5^]^ 1 ~ 1 4 \,^-fnf}^ i «iB«©{b^#ife u< h^cdii 

19. Y*«Ci_67;i.^;i/S, C5.,45?SiJ5M{b7K3!lfSiC«, Ci_67;U3^'> 
C3.8S>i57P7;Wl/», 5~14M#5^#:K^^5ISC»*fc«5-l 4m5? 
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<m^mm a 2 > ( 1 ) Tt3<gmsp b 2 ^m\tti^ 1 ~ 3 ^©swn 

^'ng^^nxviTfeckti (a) Ci_67;Wl/S, (b) C2-6 7;i/^r-;i/S, 

(c) C2_s7)i^-)im. (d) Ci_67;m^vS, (e) C2-77v;us. 

(f) 75 KS, (g) 75y». (h) C3_8->i7 0 7;U^;i/a. (i) Cs.g 

( 1 ) C 6- 1 4 7 U □^^v'Sis cfcDf (m) 5 ~ 1 4 
(2) /\py>M^, (3) 7j(iS«, (4) -hoS, (5) 5/7yS^J; 
IK (6) ti)\^^-=^iy)Um^^^U^m; 

<mm^mh2> Ci_6 7;i/^;i/S, Apy>ii^, tK^S, -hnS, ^77 

2 0. Y;&«C3^8'>^a7;U^;i/», 7x-;U«, 5*fctt6M#^5?#iJl1g3!55!i 

5 6 R'^mmmM^^mr$> 0 , d^t?, Y^^igjj^^ 1 9 mm<om 

mSPa 2*^e>3it^ni) l~3ffi0STMft$nTViTfeJ:Vi»T^^fi5R^l 
2 1. Y7557U;i'^> 5^x-;|/g, troU^US. 7x-;i/S. tfUvJUS, C3_ 
t!PUe^-;US, 5^h7t HP77>-2-:t> — r;US> t!n'J>'>-2 



(ic:*. Y^ni, -coNH2^fc«-CH20H"e^t>$n-5S<&iti*L, y^" 
*5ck y:Y 2 <= SiE-n-rnj^ AL t T*^m^ , S^S^W LT i^^t .i; 7 x - 

fcttfiM»^WLT(riTt)«kViCi_67;i/+;i/»$;ti5^-r^. ) T*t>$n«)«T 
so, Y5&«, fS^^Jgl 9fBmog^SPa 2 75^e.3if^n^ 1~3^0STM 

2 2. Y;5«7U;WS*fe«5^X-;i/ST*0, Yd^fS^^l 9|B«CDiim 
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SSa 2 7&^6ii«n5 l~3^i(^STll^$nT^iTfe«l:^iST*5^*3Rl~ 
2 3. m^&ma2f)i (1) rm<mm&Mh2>i)^^m\in^i'-3m(D&-v 
^n^nmm-^nT\i^x%J:\^^ (a) c^.^tji^^ju^. (b) Ci.eTjm^^v 
(c) Ci_77v';i/a, (d)75Ka> (e) jays, (f) C3_8'>iJ7 

□ 7;U=^Jl'S, (2) AO^r>J[^^. (3) tKKS, (4) -hP^, (5) V7 

y*i5j;uc (6) ;^7;u3}^+'>;i'S*^e?^^^TfeD, <mm&mh 2>f)^ Ci_6 
<ifi^mx'&^mjm 19-22 vi-rn^u^iBicw^k^tifc l < \t^<Dm^rz 

2 4. a^Si^a2*« (1) Ci_6 7;i'3^'>S, (2) Aoy>Jg^. (3) 

^c-Jnn7S.y^m>mmm (JNK) ©MjiriJ. 

^c-J unT^/^mVymitmmi (JNKD , c- J un7*y5l?S^gU> 
^fb^^2 { J NK 2) io^U/^Tzitc- J un7 2. y^i^^jymitmm 3 (J 
NK3) OUS^J. 

2 8. m:^mimm<D<t'^!\i!ihL<it^<Dm^rz\t^n6(D7^m!^^tmLxf3i 
^n&^mm^ft\t0k^^i^m(D^mMi^rz\t'f'mL 

0'^^^itmtrz\twmA'^m^^'^(D^mm^ft\i=f^mmo 
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3 2. m:^mmm(oit'^((iohL<it^(Dm^tzit^n<b(D7m!^^. c-ju 
nj^y^mi^^jym^mm (jnk) ©E^d^wjams, i&iStti^s, ^=^14^ 

^*^E#{CS#UT. c- J un7$y5|c5SgiJ>iS^k»5^3 ( J NK 3) E^d^* 
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Box I Observations where certain claims wei« found unsearchable (Continuation of item 1 of first sheet) 

This intemational search report has not been establistied in respect of certain claims under Aitide 17(2)(a) for the following reasons: 



because they relate to subject matter not required to be seardied by this Authority, namely: 
Claims 34-36 pertain to a method for treatment of the human body by therapy. 
The subject matter of claim 31 and the use thereof are no more than a method 
for treatment of the human body by therapy. (Article 17(2) (a) (i) of the PCT; 
Rule 39.1 (iv) of the Regulations under the PCT) 
2. Claims Nos.: 

because they relate to parts of the intemational q)plication that do not comply with the prescribed requirements to such an 
extent that no meaningful intemational search can be carried out, specifically: 



3. QahnsNos.: 

because they are dependent clahns and are not drafted in accordance with the second and third sentences of Rule 64(a). 

Box n Observations where unity of invention is laddng (Continuation of item 2 of first sheet) 

This Intemational Searching Authority found multiple inventions in this international application, as follows: 
(See extra sheet) 



1 . As all required additional search fees were timely paid by the applicant, this intemational search report covers all searchable 



1. [Y] QaimsNos.: 31, 34-36 



claims. 



2. [X] 



As all searchable claims could be searched vdthout effort justifying an additional fee, this Authority did not invite payment 
ofany additional fee. 



As only some of the required additional search fees were timely paid by the applicant, this intemational search report covers 
only those claims for which fees were paid, specifically daims Nos,: 



No required additional search fees were timely paid by the applicant. Consequently, this uitemational search report is 
restricted to the invention first mentioned in the daims; it is covered by daims Nos.: 



Remark on Protest The additional search fees were accompanied by the qjplicanfs protest. 

I I No protest accompanied the payment of additional search fees. 
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(International Patent Classification (IPC)) 

Int.Cl^ 31/454, 31/4709, 31/496, 31/50, 31/517, 31/5377, 31/541, A61P21/00, 
25/00, 25/08, 25/14, 25/16, 25/28, 29/00, 37/00, 43/00 

(According to International Patent Classification (IPC) or to both 
national classification and IPC) 



Continuation of Box No, II of continuation of first sheet (1) 

The subject matters of claims 1-24 pertain to compounds represented 
by the formula (I) . The formula (I) involves an extremely large number 
of compounds because substituents are shown alternatively. The only 
technical feature common to the compounds is a IH-indazole structure 
substituted in the 3-position with an aromatic cyclic hydrocarbon group 
or aromatic heterocyclic group. 

However, compounds represented by the formula (I) are Jcnown to be 
useful for the treatment of various diseases {see, e.g., JP 4-247079 
A and JP 2000-501105 A) . It cannot hence be said, on the basis of that 
structure, that those compounds and the process for producing the 
compounds are so linked as to form a single general inventive concept. 

The subject matters of claims 25-30, 32, and 33 pertain to a medicinal 
composition containing any of the compounds as the active ingredient. 
However, functions of these also are described in the documents cited 
above. Consequently, the same applies to these claims. 

Therefore, the subject matters shown above do not comply with the 
requirement of the unity of invention. 



With Respect to Scope of Field in Which Search was Made 

Although the compounds of this invention are • represented by the 
formula (I) given in claim 1, the formula involves an extremely large 
number of compounds. However, the compounds which are disclosed in the 
meaning of Article 5 of the PCT and are supported by the description 
in the meaning of Article 6 of the PCT are limited to an extremely small 
part of those compounds. 

Consequently, a search was made with respect to only the part which 
is specifically disclosed in and supported by the description, i.e., 
the IH-indazole structure which has been substituted in the 3-position 
with an aromatic cyclic hydrocarbon group or aromatic heterocyclic group 
and in the 5-position with an optionally substituted atom other than 
hydrogen. 
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